(43) SRS^NB 
2001 ^2^1 B(0L02.2001) 




PCX 



(10) StS^^BBS^ 
WO 01/07423 Al 



(51) illSR«»»S': C07D 277/34. 

277/36, 277/46, 277/60. 275/02, 417/12, 417/14. 513/04. 
A61K 31/426, 31/425, 31/427. 31/429. 31/4439. 31/4709. 
31/4725, A61P 7/04. 43/00 



(21) ^euns^: 

(22) UteUIBB: 

(25) steuiBcose: 

(26) BB^IBCDmii: 

(30) fi5feltf'-^': 
^11/211164 



PCT/JPOO/04909 
2000 ^7 ^24 B (24.07.2000) 

1 999 ^7 ^ 26 B (26.07. 1 999) JP 



(71) ihmx(iikmi»<±x<om^mz'oi^x): «iJ8 

^m^^±i± (SHIONOGI & CO., LTD.) [JP/JP]; f 
541-0045 :fcRSJ&^Km«*B5I»Bl3TB l»8-t 
Osaka (JP). 

(72) fccfctf 

(75) «M«/ai)HAr*@lCOt^ra)^;: a:*: ?g(TAKE- 
MOTO, Hiroshi) [JP/JP]. S OJ IE B (TAKAYAMA, 
Masami) [JP/JP]. %EaRl (SHIOTA, Takeshi) [JP/JP]; 
T 553-0002 :^6SJ»^finiliafSX^5Til2S4# 
iaSftSXtt^dttl^ Osaka (JP). 



(74) RmX: OjM^IX, ^(YAMAUCHI, Hideaki et al.); 
T553-0002 *EJff*:Erfi«aK«;W5Ta 12»4# « 
i^HSta^^^^tt »in8tS«{ Osaka (JP). 

(81) Ji5£S I^;: A£. AG, AL, AM, AT, AU. AZ, BA, BB, 
BG. BR, BY, BZ. CA, CH, ON, CR, CU. CZ, DE. DK, DM, 
DZ, EE, ES, Fl, GB. GD, GE, GH, GM, HR, HU, ID, IL, 
IN, IS, JP, K£, KG, KR, KZ. LC. LK, LR, LS, LT, LU, LV, 
MA. MD. MG, MK, MN. MW. MX, MZ. NO. NZ. PL, PT, 
RO, RU. SO, SE, SG. Si, SK, SL, TJ. TM. TR, TT, TZ. UA. 
UG,US,UZ.VN. YU. ZA.ZW. 

(84) ffiSS (iLf^): ARIPO ^1* (GH. GM. KB, LS, MW, 
MZ. SD, SL. SZ. TZ, UG, ZW), 3.— ^ *>7^i^ (AM, 
AZ, BY, KG, KZ, MD, RU. TJ. TM). 3 — □ 
(AT, BE. CH, CY. DE, DK, ES, Fl. FR. GB. GR, IE, IT, 
LU, MC, NL, PT, SE). OAPI ^It (BF, BJ. OF, CG, CI, 
CM, GA, GN, GW. ML, MR. NE. SN. TD, TG). 



= (54) Title: DRUG COMPOSITIONS EXHIBITING THROMBOPOIETIN AGONISM 
^ (54)»wa>€»: hD>7K7Kx^>aSi*7:f:^XhffifflS*r«Eiltt««l 



o 
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Q-T"" ScH 



OR 



(57) Abstract: Dnig compositions containing 
as the active Ingredient compounds of general 
formula (I), prodrugs of the same, pharmaceu- 
tically acceptable salts of both, or solvates of 
than and exhibiting thrombopoietin receptor 
agonism: wherein X' is optionally substituted 
heteroaiyl or the like; Y' is NR^COHCHjW or 
the like (wherein is hydrogen or the like); Z> 
is optionally substituted allylene or the like; and 
A> is a ring represented by general formula (II) or 
(HI): 
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■C«*>$n<53a] •C^Si^S^t;•&^ft, ^©:/aK9-;/^^, t L< B■ti^e>(D8^lil 



wo 01/07423 



PCT/JPOO/04909 



5 t^m^m 

10 h D >^5}tx5^>(i, 2 3 2moT ymtf^tsi^-!r^^) ^y^}- Y"^^ vij^ > 

^®^aE?yl*^ Proc. Natl. Acad. Sci. 89:5640-5644 (1992)C IB® ^ V> » 
Hsp 10-72492. WO96/40750) s Ztl^O^r^ 

)K W K P k: <t •& » # >5)* H ffl W -e V > o 
20 ^v^f^THf 1 1 - 1 4 7 7 K:HB«$n'rv>*o 

^^m^-^mtmUom'^-^^t i>\\^'^^tiK 1^|g¥4 - 9 9 7 7 0 . Chem. 
Pharm. Bull., 1982. 30, 3580. iRfii¥ 6-172339 (EP512899), 
2-308240. W097/32863. Arzneim. Forsch/Drug Res., 
25 1998, 48, 651, 7 - 1 7 3 1 4 3. 5 - 8 5 5 5 1 . I^HBg 60- 

4 4 3. i^ia¥8 - 2 4 5 6 0 2. 8 - 1 5 7 4 6 2. 1^P§¥8 - 1 4 3 
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^ Pi Jk /h « M ^ ®i il W -r 5 o 

10 

-rnc*?*>, I) -jjsii (I) : 

YM*-NRACO- (CHz) o-2-> -NR^CO- (CHj) 0-2-W-. - 
NR^CO- CH = CH-. -W- (CH2) i-fi-NR^CO- (CH2) 0-2 
-W- (CH2) ,_5-C0NRA- (CH2) o-^-^ -CONR*- (CH 
2) 0-2-x - (CH2) o-s-NRA-SOj- (CH2) 0-6-N - (CHz) 0 
20 _s-S02-NRA- (CH2) 0-5-. -NRA- (CHg) 0-2 -^ -NR*- 
CO-NRA-. _NRA_ c s -NRA-, -N=C (-SR*) -NR*-, - 
NR'^C SNR'^CO-. -N = C (-SR*) -NRAco-> -NR^- (CH 
2) i-2-NR*-C0-s -NR*C0NRANR''C0-. *>£:tt-N=C (- 
NR*RA) -NRACO- (iC^fx R*{4•etl•€'n^!^&L■r*5llM^^ SJJl^n 

2 
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d4 



^fcli ^(CH2)m 



y T \._r5 



R 



-S-. -NR»- {^^. R««7K^J!ii^*fcJ4<S^r/l'=3?-/U) , 



$^k:Sfly<tt^ WTKS^tl I) ~XX) \z^-t^o 

20 

I I) x';t)se^$^^-cv^T'b<tv^5*^xclr y-/u4?L«^ 
rV^ ,n 
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(^'P. Ett- (CH2) ,_3-. -O-CHa-. *fc»-S-CH2- : R" 



I I I ) X ' A^iC : 




E«- (CHz) 1-3-^ -0-CH2-, *ytii- s - CH2 - : R » 



IV) Y»*s-NHCO-^ -CONH-. -NHCHz-. ^fett-NHSOa 
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V) Z'ASI. 4 - 7 x:=. U >-e$»'5 I ) ~ I V) © VNf tbdMClBifecO K d # 

6 

V I ) A'SA*^ : 



o o o p 



15 -C-*t>$n^3i-C&S I ) ~V) OV>-rti*HiE«ro b o i^4^*/K3i^:^S^«JT 
VII) 5£^;S5^-&©#^ES:^-r I ) ~V I ) (^V>-f tt;iMC|Eic(?5 h □ yjJ-xjKo: 





T 
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VIII) M^B<Di^m'itiitf'mM'Chi, I ) ~v I I ) ov>-f ni>tc:BE® 

5 

IX) jfiL/h«S^IlS5^J-Cfe-5 I ) ~vi I) ©v^■f *v;6Mj:I5^© h D VTifTKi 

X) jfajK^S<SrffeS!f-r5:fe*©EmS:fi!it-rSfc*0 I) ~V I I ) ©V>-fix^> 

XI) I) ~VI I) ©V^-f tu*MCIB«0^b-&'^©f&iK±jaj*Sr^i-*SrASr'& 
15 XII) -JK^ (II): 



(^^■, Ett- (CHJ 1-3-, -O-CHa-. ifclS-S-CH^-.-R" 
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Y*tt-NR°CO- (CH2) o-2-^ -NR°CO- (CHz) o-2-W-s - 
NR°CO-CH = CH-, -W- (CHz) i_5-NR°C0- (CH2) 0-2 
-W- (CHz) ,_6-C0NR°- (CH2) - CONR°- (CH 

2) o-2-^ - (CH2) 0-5-NRO-SO2- (CH2) o-5-^ - (CH2) 0 
5 _5-S02-NRO- (CHz) o-5-> -NRO- (CH2) -NR«- 
CO-NR°-. -NR°- C S -NR°-. -N = C (-SR°) -NR°-. - 
NR°CSNR°CO-, -N = C (-SR«) -NR°CO-. -NR^- (CH 
a) ,_2-NR<'-C0-^ -NROCONR<'NR''CO-. *fett-N = C (- 
NROR°) -NR°CO- (^f^. R«tt-?n-en»AZ:UT7k5gi^^ 
10 7';i/:^r;P^ R^i*mj^^^*^cli|Sm$nTV^t^)<tV^7";-;^> WJi^^^^ 

15 A^^tt^: 



20 -S-, -NR8- (^1', R = «7K^i!^^*ytli®igl7'yl'=3f/U) , t-ltit 
-CHg - : m« 1 s 2> *ytH3) -C^ip^tiSiS ; 
( ) ttig^»#«E*fc«^#«E^^i3l- ; 
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XIII) X^ifi^ : 




(^<^. Eit- (CHj) ,-3-> -O-CH2-, *!t«-S-CH2-;R« 

10 ^Pifeo 

XIV) X^t^jS. : 




15 R^iiT^^m^. g^fe$t^•rv^■Ct> J:V^®i8lT/^#/^, ^WlTju^ 
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6 XV) Y^AJ-NHCO-^ -CONH-, -NHCHg-. Sfctt-NHSOz 
-tfe^X I I) ~X I V) (D\,^i'M^\^mm(Di\:^m. ^(D-fxiVy^if. t 

XVI) Z2*si, 4 -7 Jc-l/^-efe-SX I I) ~X I V) ©V>-f tvA»(c:l5«g 

XVII) A^^AS^ : 



■7-*^«a^l^>TF] -Cfe-aXI I) ~XVI) <DV^-f tt/O^JC.IEifeW'fC^'fel, 

20 XVI I I) flR,^j)5,^-&o#&^*-rx I I) ~xvi 1) ©v^-f ti/i^trisicro 
X I X) -jJgiC ( I I I - A) : 



o 





T 
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plO ^ /==\ 

^""'^^ 

R'ttTkSRJ^^s a1ftSi^■Cv^•ct> J:VN®i»T/wde^i'. ® 
Y»«-NHCO-*fctt-CONH-; 

10 [iC^t^. R«ii7K^J^.^^ /::«®SSTyU=¥/V' ; Mli- S -0-, -N (R'^) 

■CS^$n5'fb-&'K), ^(D-:fah'^yi^. t L < b 
15 XX) -jJSit (III -B) : 




(ffl-B) 
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XXI) XI I) ~XX) ®v^■ri^A>CIBi^©^b■&«^^^S()^^i: L-c^wts 

XXII) XII) -XX) ©v^■rtlA»tcfBf8©'^b•&«5*^s&fiE^i: t-c^*-r 

XX I I I ) X 1 1 ) ~xx) ©^^•rnA^^CBB3a©^b^t^s*3aJ5R^i: bt^^ 
10 XXIV) XI I) -XX) ©vN-rn*>ic6affi©'(b^tis*5afi£^i: ut^*-r 

XXV) J^ll^s«,Sl^^^&i^1-syt^^J©g^s^Sl^^t•r5fc«>©x 1 1) ~xx) ©v^ 

T 15 it © -fb -a- © ^ ffl « 

15 

XXVI) XII) -XX) ©V^-fn:JMr|3«©^b'&«i5©f&8S?±^*%^-fS* 

20 

*w«es^'s ^^ift-cb L< ttfi!i©ffiiiir*ai5^^i?-fr-cfflv>e)tt6 rffi^T/udf 

^wj ^^JT.^^ 1 ~ 8 ©E^*yt«^^^© 1 ^©^^kTK^S^^-^-rSo 

«9Jx.tf, >f->'V', x^/i', n-T'ptVi', -<y7°DfcVu, n-y^/w. V f- 
/W. sec - ■^'Tl^. t e r t - Zff-fV. n --^yf'/W, -< y^>'^>'^, n e o 

fff>nSo »*U<{i> C 1 ~C 6 T/w=Je/Wj5S^tf bttSo $e>{-»SU<{i. 
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C 1 ~C 3 T/w^yViiS^ff bttS, 

~C 6 T/U'Jrri/UiJS^{f f>ix5o ^ C>fi:»* U< fiv C 2~C 4TA>}r-rz^l.;0S^ 

20 

12 
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3 - 7 x-;vrD t;;i/^) ^ 7 ^ ;v ^ ;v 1 -:J-7^;i/^^;i/> 2 

-:^7 5"^^5^-'^^) > t> h 'J ^wp^^^v 9 -z> h ';;v/^>'u^) 

5 

a. 2 - t U ^ 4 'J ^ i^-^l/) . t^'J^i^x;!/ («?!|^«. 3 - t 'J 

20 y$;x;i/) , xb7\/';;v (0!^Hs 1 h -7^ h •;;!/) , u;i/ 
(m^it. 1, 3, 4 -:rdpi?-y7'^>^u;v) s f^TS^r^/y ;u (fi^^a^ 1. 3, 

> K U i^x;!/) , 'f V'f > K 'J 2 - V -f > K 'J , > H U 

(09 ^ «^ 1 - > H u 2 - -f V H 'J 3 - > i< u ;v) > 'f > ^v' 

25 3 V^V'U-'l/) ^ 7'»jx;i/ (^x.«. 8-r'Jx;i,) , :^r>'Ui^ 

13 
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7 h U (0!IX.(is 2 - 7 > h 'J 3 - 7 * :^ > h U - 

Vr77->'1/ 1 -i^'<>V^7 7-;i/x 2 -y'^VV^7 7-;l/) , ^>v^ 

10 tlm. 3 -^v^z-f v^F-y-^yj ;v) > > ^/ :^ ^ -tJ- (^^J^^^^ 2-^>v^ 
7'j^))\/ (0!^«x 2 -'^vvf^Tv' u . '><>^/7U;i' (i«^a> 3-^> 

15 

14 
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n y 2 - b'D y , foy^yu 3-foy— yw) , 

5 y v^^^/U (0iJ^li. 2 -'T 5 y i^^-'i') , ^5^1/y-yU («^)x.«. 

5 ^^i/ y . e^yyi^-^w (CUx-fis 1 - t°9y y ^:^-y^^ 2-f7>' 
15 y '^^^/w) , b'^yy-yi' («sjx.{i. t°9yy^/>') , \^^'}'yf^ f 

^yv'/, 2 - f'^ y i^-'V') . f'<7i^=^>'i' («>iJ;trf. 1 - e'^7i^=•-'^) s -< 

vKy-/u («!y;tfi. 1 --f > K y -/I') , vy') -I'y-i' 

y K y - yv) , ^/^^^:y^/'^ (0ti^(S\ ^/v-^yy. 3-^yU7^y-yw) , -< 
'fJ^J-rV — iV 8H--^'i^xy [1, 2-d] f-r)/-/V) , v^t K 

20 a•:^7 hf^ry-yu (0>J^«, 4, 5 -i^t Ko-rf-y' h [ 1 , 2-d]5^ry 
-/U) . i^t KD^TT-»f^:^yTXu:^ (0lJx.«r, 5, Kn-4H- 
3 -f-T- 1 -71^*-^i^y [e] rXu^') , a > / f-T y-/V (^Jx.«, 
4H-^'ap< / [4, 3-d] trV-fV) , D> / f^ry-/W (0tJx.Ji, 

4 H-'?^:^-^ n> / [4, 3-d] ^T:/-J\^) ^i^miThil^o 

25 

15 
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uy, 1, 3-73: = U>. 1, 4-73:r^^>'^*S^tf ?)tl2>o if* L< 1 , 

5 *e^iN8#'t', r^xnT y fvj <!:«, tats r^T^nr y-v/wj ro2ffliiSS:E 
n-S. $b{CPb<«, 2, 5 -f-:^-^* yv?'l';V'. 2, 5 - 7 9 i^-T 2, 

r-yi5' n T>'V'=¥>'i'v?'f';W'j i:»s> tfllS ri/i^' o r ;^#/^J <d 2 ffi 
xf-;v:r ^i/*;i/;Jt:::;u, n - 7" D tf ;i/ :^ dp >> * ;i/ ;i? n ;i/ . -Yvrntr 



16 
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5 >. s e c-:r^)]/:i-^i/. t e r t -:/^/]/t^i/mifimi-f ^tii>o Kft.L < 

10 {f 5) n ^ o 

;v + ;i/j 'fcSfflf&^s miSByND-yxi J:oTl ~ Sflam^ iff * b < 1 ~ 5 flim 

20 

17 
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>'U:^-=Sr'>, i&BT Jl'^/i''^:^. y^v^^, -hn, i/T/, ^/l^zH 

= N-o- (Ti^^u) ^ijs^jf pjttSo c:n?>^i^ :^T<Z)nItg&<£@-e H@JJl± 

18 
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, ^lgg|$tlTV^t *) J:V^ 2 , 5 -77 VS^W ;Vj s ^B^^|$tlTV^■C t J: 
^ft$n•CV^•Ct).fcl^7 x;i;Wj . Tgjft $ t * J; D T U -^V J > ^g 

i^l$n•r^^Tt» Jii^ 5 S'^t^dt ^g^^$^^T^^■r J:v>77;v*;i/j, 

10 1§mmw.mmmj . *3J;t>* rg^$nTVN-c*» iVN-^p-f Hj icistt^g^Si: 

15 v^T 4) J; v^r $ / . e^&$i^■CV^T t <tv^T ? y *>'WJ}-C = yi', Ti^yw, ri^yw;^- 
e^^t$i^■cv^-c^> J;v>#^^§Se«^iSS. gtfe$ixrv^-C t J:v^T7/i"3f/u, iS 

iSiT/U^/W^/Uxh::^/W. i/ T :^ / , T/S. -N = N- (S^ $ tvT V>T ^> ± 
^Si^$nTl^■C <fcV^T 'J U>J > rgg| $ fiT V^ T * J: l'^ 7 x - U > j , 

rg|^^tiTi>Tt) J;o^5^Dr 'J i/>j ^ rgg|$ j^t:v^-c <t t^ 2 , 5-l^ 
i^^i^-f ;uj . ^g^j|$^^■CV^-C^» J:v^ 2 , 5 -f^3r7 X >2;-f , rgg| 
25 nTV>-ct) J:v> 2 , 5 -7 7 >i?-<;i/j , rgtj|$ l^•r J; 

19 
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15 ^;i/7x = ;i/, 3 -p< 4 3, 4 - 5=-;v7 

4 -i5=-;V7 x = ;i/, 4 - t -:^f-;V7 xr.;i/, 4 - n - T'f-^V 7 x =. 
4 - n -'s:Si=-£/;i/7 x=.;l/, 4 - n ^;V7 x 3, S-i'-t- 

7"^;^- 4 - b h* o dpi/ 7 xn;i/, 4 - x^;i/:t =3r 7 x 4-7;i/:ta7 
3, 4 - D D 7 x:^;i/, 3, 5 - 5/^ O D 7 xn;U, 4-3— H7 

20 x-;i/x 4 - h 7;i/:*D ^^<>i/7 x=:;i/. 4 -p<f";u^:t7 x-;i/x 4-7x 
r:;i/p<^;U:;r*^7 x=.;i/, 4 - 7 x n^i/T \/ 7 x r:;i/, 4 - 7 x::i;i/7 xn;v. 



20 
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3 - p{ f^;!'^ x::i;i/, A - si-))/, 4 - t 4-n- 

15 /^>5=-;V7 xr.;i/, 3 - Af-JVt^i^7 ^-^Vy 4 - ^ ^ 7 x 4 
4^ + 5/ 7 X 4 - p< ^;i/2j- * 7 x n 4-x^;i/:r^ 

•>*;i/3j^=.;i/7 xr:;i/. 4 -'f V7"o t:;i/;tdf-«>*;i/;j^=:;i/, 4 - n - :^f•;^:^• 
^ * 4 - t - 7'f-;i/3f^i^*;v^-;i/> 2 - 7;v;^ d 7 x 3 

-7;W:^ P7xz:;V', 4 - 7 □ 7 x 2, 4 - 7 ;i/ :r D 7 x ^ 2, 

20 6 -i^7;i/:t D 7x— ;^^ 3, 4 - 7 d 7 xn;i/, 2, 4, 5-b'J7;i/ 

3rD7x=;u. 2, 3, 4, 5, 6 -'^v^ 7;i/;r D 7 x-;w. 4 - n a 7 x 
2, 4 -i^^ D o 7 x::i;v. 3, 4 -i^^ D a 7 xn;i/^ 3, 

D7x=.;^^ 3 -7*0^7 x=.;i/> 4 - 7'd ^ 7 x:::;w^ 4 - 3 — F 7 x 

3-7;i/:ra-4-.><^->l':r^i'7x:::;W, 3-hU7;i/:tD^5=-;i'7xii;V^ 
25 4 - V ^)y)\/:fu>^^)\/7 2 - b 7 d ;>< ^;i/3r 7 x = ;i/. 4 

-7-trf'>»l/7' 5 7 xr:;i/, 4 - T 5 ^ * 7 x 4-N-y5^;i/7' 

21 
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20 X\t. jt^ft$n■C^<^r t J:^^^SiKTy^^f•/^. ■(S«T/U'J^-/l' =CH- 
CH3) X ^WiT J\^^~f\^. t Kodf-i/^ i&.WLr fV^f\^:^^\/'. 

22 
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= N-o- (Tt>'/u) ?>n<5o * u < tt. {agi^nxv^T* 

J:^,^7x-;l/^ d t U -^i/s =n-o- (Ti^/w-) ^*s^{f e>n-5o 

15 glS<OtS;¥^<i:I$^^ 

20 ^fSW'Hi^^lKl.t -5 t h TPO SSi*:Sf831Ufct b TPO ^fe#ttaiJiStt©aBJ9aJi 
Jg*^ 7T?fe-5o SAttth TPO ^^li-fb-^^ilCB-iT) 

25 ^^B^^b'&'feyc.t^. t h TPo^^^^c?&|g]Sb■ro^tv^ TPoi^^s#i4«iiJ!ai*©aii 
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(B-17)K: J: i. jeS§ 5^ L 1 1> ^) o 



0 4 : mm^^ftmit-^^onm. mmv:mmmmomwt\^rz^^^^t\). 



10 i:*s-r-§^o wo 9 7/0 5 l 3 5iJj:t>'W0 9 8/ 3 9 7 3 HZtiMO 



(A^) 

R«OOC— Z'-CHO r"ooc— z"^ 



20 



(IV) (V) 



Wi 3 X|S 

HOOC—Z'^'S^ X'-NHCO— Z'^'N^ 

(V) x'-NHa 

l^•C4)J:V^^xDT'J gift $ tlT V>T * J; >'Wx 

u-^Vs g^fe$n•cl^•c 4> <fcv^T v;i/*>'u. StS^ixtVN-cfe J;v^'NxD7'U- 



im 1 xg) 



24 
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z' «b^tj (IV) ) ^tii%mntLx^mt?>o 

it-^m ( I V) tt. JiiTtw^t 1 ) ~ 3 ) J: !3 m^ci i: *)-e t^o l ) 

nSK<bSJi5K:<fc D Swe r n^^b, Dess -Marti nK-fb^)^ 

7;i/:^;i/;^*i/*;v5j?=;i'*5 J;vz;vxt H^fe^-r-S'fb^t; (iv) ^i:#<o 

*Xgtt, ( I V) ?&2, 4 >i^:t>^fcSJtB 

10 tizx*) . ^)y=ymmi^^n^:s:mx$)^o ih^^ (IV) 

?#SC:i;AST*§'5> (i^ ^ 7 X * — -y^l/ (Knoevenagel) RSB) o 

Protective Groups in Organic Synthesis, Theodora W Green (John Wiley & 
(m2Xg) 

(VI) ) ;&^#SCi:*s•C•tSo 
25 (^3Xg) 

• 2|CXS{S, ^/I'jHxSfP^fls: (VI) t T ^ (VI I) Sr. Stt^i;^ 



25 
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fl^^ ( I - A) ^#5XST'fo5. *XS«. rh7t }^ayyy^ 

■fk-g-ili!! (VI I) ^il1^JIS$^^TV^5'(k-g•«^*flI^-rsr^:;ast?t 5^5, ijiTlJ: 

15 y^*:fcttglfe$^^TV^xtiv^Ty-/^^•Cfo!9, jS^oKS^S-J^T y J; 

2o(omi:^i-i<t^^ (VI I) Sr#Sr i:^s-C#S„ 2) X^iJSgtfe^HX 
v^■r'b iv^^r :/-/^•Cfc■5S'a•«^ TlB©;^&(c: J; t) -fb-^f^ (v i i ' ) 
S >j5 # 5 . 



20 
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1 XS) 



10 ri;is-CtSo 



(B&) 



HOOC— Z''^^^ ^ BocHN— 2^*^%^ 

W) X='-COCI 

po) (xn) (i-B) 

(^fp, A», X^. *5 J:t>'Z =»jiBiFlBt i^SiS^ B o c« t - ^ /U- * =^r * 
15 Jj-Cn-yW) 



(^IXS) 
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^xm\tB o c©«ti*giSrff5XgT'fe5, Protective Groups in Organic 
5 Synthesis. Theodora W Green (John Wiley &Sons)iftB3®0 ST- fr a Ztifi 

-e#^o mx.\t. -fb^ti (X) $ h Dif^f«iaf*c i;tc<t D smt 
t^m^Mi^ (XI) i:As-c§*o 

(^3Xg) 
(CS) 



HalOC 




(^^. z\ *3j;ofHa wtmutmMm) 

15 *XS», Aife(J:|B^§ixTV>S<b-g'«lfe (V I ) ©®!/^^yi^>(k#) (XIII) 
r t J; •? i Wt-rS'lb-g-'^ (l-C) '^i^<Ig-efc5. 

Y»;iS-CONH-, -NHCO-, *Jj;t>*-NHC (=S) NHC ( = 0) 

20 -X'fj:\/^-f&^ (1) -C^fe^tbS^b-a-il^tt. ffi|BroA&~Cffii: 
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(A^ 2\ R''. R^, *3j;t>*flS;^ttfifllEtl^SS6. A 1 k«®iil7/W^/l^) 



-jRS: (I) > (II), *3j:t>* (III) t::i3V^Tl8ta*Sig'g-©#?5EiS:^i- 



(Bf^x i'xvK. vi/'fv®. '0•^?>;^;^7^>^, p- 



Alk 





o 
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5 -r5:J^ifeJ3.J:t>*i!iig-rS*^«. ^liX-tfO e s i g n of Prodrugs, 
Elsevier, Amsterdam 1985 (C|2^ $ tlT V> 5 o ^^^J-ft; 
•&fg5;JS;!7yujJ?^i//wS^*-r5^&-&»> t i t-^S <!: ai ^ J^eT/w^- 

10 ifeT'a K7 y :/;5^^?iJ*§ti'S. 7° n K 7 y i L T ^tf S L V^ >^ x ^i- U T 
yt7=-/W, n -:/^yW3i>^7'/l', W y :/^>'^:3c;;^7^/^, t e r t -7'^>'l'3i;^X^l', 

Vif h UT^td^ff* LV^r V/^3^df. V t fCI*, - OCOCzHs. - OCO 
(t-Bu) . -OCOCisHai, -OCO (m-COONa-Ph) . -O 
COCHaCHzCOONa. - OCOCH (NHj) CHa, - OCOCHgN (C 
20 H3) 2^;JS^»f P>tv2)o Hf-^m^^mt^T % y S4:^-r5«-^», T5 ySSrW 

y^'irLT^tCiif^UV^r^KiLT^, -NHCO (CH^) joCHg, -N 
HCOCH (NH2) CHa^^f/JS^tf e>tV5. 

25 
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5 ^mpj (Jfli'J^^S4li6i5^J) i:L/T«efflt-5So •i:t;#c^B^'fb-&«3tt, *Wjln.» 

SiS^fH. ^^S^ffl. rtif^Sll^OgSI 

15 

S^SttlKEoW®. iS-§^;v-hs lt#®^»> J:o-C*^«c4 

^AicMn-es#-r*®^x ii^so. i-i o o mf/kg/atfeDs 

< 1 ~ 2 0 mg/kg/ B -C- afe S o 

ttcne>{cj; DIS^^FtiS t»®-Ctt«:VNo 

M e : 
25 E t : x^;v 

^ P r : y 7*0 br;v 
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"B u : n 
' B u : t e r t - 
*B u : 'f v:/f-;i/ 
"Pen : n--^>^)]/ 
5 "Hex:n-'s^i/;i/ 
"Oct:n-:^^^>'V 
P h : 7 x-;i/ 
B n : ^>i^)V 
B z : ^ > "7 
10 P y : tr 'J 

A c : 7-bf-)V 

Boc : t -^:rf-;i/;t^'>*^i''P->'V 
DMF : i/*p«^>il/*;i/AZ 5 K 
D M S 0 : i/ Y 
15 HJtefi^ 

HUfi^ 1 ^b-&^(A.i)OiSi!l®IIIS! 
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T-l/7^;l/7;V7^b K^^5^;K25g). D^->(23.3g)?& h;Vi>t?gA>b. 

iH NMR(DMS0-d6, 6 ppm) 13.18 (bs, IH), 8.07 (d, 2H, J = 8.7 Hz), 7.73 (d, 2H, 
J = 8.7 Hz). 7.68 (s, IH). 3.88 (s, IH). 

10 

(^2X@) 

'fb-§-^(2) (34.6 g)^: ih> (160 ml), §^^(250 ml)*3 i t>' 6N ffi^(88 ml) 

l20t:f5l^ra*P??ftJimLfc„ 7K(350ml)«r*P^, H^MM^^ 
■(k-g-'teKS)*: 30.0 e^it. 
15 »H NMR (DMSO-de, 6 ppm): 13.95 (bs, IH), 13.24 (bs, IH), 8.06 (d, 2H. J = 8.4 
Hz). 7.72 (d, 2H. J = 8.4 Hz). 7.69 (s, IH). 
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(B3Xg) 

(2ml)«r;!)D;t*figLfcii$SSr«S'JLfc. DMF -CffifeS t -C^k-g-^felCA.l)?: 220 mg 

10 iH NMR (DMS0-d6, 6 ppm): 13.94 (bs. IH), 12.93 (s, IH), 8.23 (d, 2H, J = 8.5 
Hz), 8.21 (d, IH, J = 2.1 Hz), 7.91 - 7.97 (m. IH), 7.93 (s, IH), 7.76 (d, 2H, J = 
8.5 Hz), 7.73 (8, IH), 7.70 (s. IH). 

(S4Xg) 

15 3", 4'- v?^' naT-feh^i/i^ (5) (5.67 g)<D 10%;^ ^ J u n jj^yw 

A^?eejC:^^(1.52ml)Sr*Px.^^©&!iSt^x.S*-CS?S-e«J«^Lyt, 
?®*L. 3:^ f-ir'^vr (2.28 g) SrAD^, 2 ^WJPSftilSK 

:fci^^{4i1fffi^3:'9^/w-iafpSt7lcSr*P^6lF^^^^w^S:5^iet b, i^ffiS* 
20 ■fb-S-%(4)S: 3.38 g#;^c. 

iH NMR (CDCh 6 ppm): 7.89 (d, IH, J = 2.2 Hz), 7.69 (dd, IH, J = 8.5 Hz, 2.2 
Hz), 7.43 (d, IH, J = 8.2 Hz), 6.74 (s. IH). 5.06 (bs, IH). 

'fl:-&i|^(A-2)~'(l:#^(A-73)iS:llli£^J 1 {w|5^<^;&& i: Lfco 
i^aHS^r^ 1 ~ 8 {d^ Lfco 

25 
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r7 



## 




R6 




^rl-NJVlK (o) ppm 
(DMSO d-6) 


2 


A-2 


o- 


H 


13.90 (bs, IH), 12.94 (s, IH). 8.25 (d, 
2H, J = 8.1 Hz),7.96 (d, IH, J = 6.9 
Hz), 7.77 (d, IH, J = 8.1 Hz),7.73 (s, 
IH), 7.71 (s, IH), 7.46 (t, Ixi, J — 7.0 
Hz), 7.35(t,2H, J = 6.9Hz) 


3 


A-3 


F-O- 
\=/ 


H 


13.95 (bs, IH), 12.92 (e. IH), 8.24 (d, 
2H, J = 8.1 H2),7.97 - 8.02 (m, 2H), 
7.76 (d, IH, J = 8.1 Hz),7.72 (S, IH), 
7.70 (s, IH), 7.26 - 7.31 (m, 2H) 


4 


A-4 


Br-^^J- 


H 


13.90 (bs, IH), 12.95 (s, IH), 8.24 (d, 
2H, J = 8.4 Hz), 7.92 (d, 2H, J = 8.7 
Hz), 7.80 (s, IH), 7.7b (d, zH, J = 8.4 
Hz), 7.70 (8, IH), 7.66 (d. 2H, J= 8.7 

Hz) 


5 


A-5 




H 


13.90 (bs, IH), 12.92 (s, IH), 8.24 (d, 
2H, J = 7.8 Hz). 7.98 (d, 2H, J = 8.7 

T T \ n m\ ^ HT^ rr rrf* /J OUT T ^ O ^ 

Hz), 7.79 (s, IH), 7.76 (d, 2H, J = 8.4 
Hz), 7.71 (8, IH), 7.52 (d, 2H, J= 7.8 
Hz) 


6 


A-6 


Me-fV 


H 


13.92 (bs, IH), 12.89 (s, IH), 8.25 (d, 
2H, J = 8.2 Hz),7.76 (d, IH, J = 8.2 
Hz), 7.71 (8, IH), 1.2b (a, Zn, J — 
8.5 Hz), 2.34 (8, 3H) 


7 


A-7 




H 


13.90 (bs, IH), 12.95 (s, IH), 8.26 (d, 
2H, J = 8.4 Hz),8.06 (d, 2H, J = 7.5 
Hy"! 7 92 . 8 12 Cm 8H> 7 47 • 7 52 
(m, 2H), 7.36 - 7.41 (m, 2H) 


8 


A-8 


MeO-Q- 


H 


13.90 (bs, IH), 12.88 (s, IH), 8.24 (d, 
2H, J = 8.4 Hz),7.89 (d, 2H. J = 7,8 
Hz), 7.76 (d, 2H, J = 7.8 Hz), 7.70 (s, 
IH), 7.55 (s, IH), 7.01 (d, 2H, J = 8.4 
Hz), 3.80 (s, 3H) 


9 


A-9 


NOz 


H 


13.90 (bs, IH), 12.93 (s, IH), 8.21 (d, 
2H. J = 8.1 Hz), 7.94 (d, IH, J = 7.5 
Hz), 7.79 - 7.83 (m, 2H),7.75 (d. 2H, 
J= 8.1 Hz), 7.70 (s, IH), 7.61 - 7.66 
(m. IH), 7.59 (S, IH) 


10 


A-10 


t-Bu 


H 


13.85 (bs, IH), 12.30 (s, IH), 8.21 (d, 
2H, J = 8.1 Hz), 7.73 (d, 2H, J = 8.1 
Hz), 7.70 (8, IH), 6.84 (S, IH), 1.31 
(8.9H) 
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2 





#^ 


R6 




iH-NMR(8)ppm 
(DMSO d-6) 


11 


A-ll 


t-Bu-Q- 


H 


13.92 (bs. IH), 12.93 (s, IH), 8.25 (d, 
2H, J = 8.5 Hz),7.87 (d. 2H, J = 8.5 
Hz), 7.75 (d, 2H, J = 8.5 Hz), 7.72 (s, 
IH), 7.65 (s, IH), 7.47 (d, 2H, J = 8.5 
Hz), 1.32 (s. 9H) 


12 


A-12 


MeOOC-^^_^ 


H 


13.97 (bs, IH), 13.00 (s, IH), 8.25 (d, 
2H, J = 8.5 Hz),8.08 (dd, 4H, J = 
19.2 Hz. 8.6 Hz), 7.94 (s, 1H),7.76 
(d, 2H, J = 8.5 Hz),7.72 (s, IH). 3.81 

(8.3H) 


13 


A-13 




H 


13.88 (bs, IH), 12.91 (s. IH), 8.24 (d, 
2H, J = 8.5 Hz), 7.86 (d. 2H, J = 8. 1 
Hz), 7.76 (d, 2H, J = 8.5 Hz),7.72 (s, 
IH), 7.64 (8, IH), 7.27 (d. 2H, J = 8.1 
Hz), 2.60 (t, 2H, J = 7.8 Hz). 1.60 (q. 
2H, J= 6.6 Hz), 1.27 - 1.36 (m. 2H), 
0.87(t,3H, J = 6.6Hz) 


14 


A.14 




H 


13.90 (bs, IH), 13.05 (s, IH). 8.34 (d. 
2H. J = 8.5 Hz), 8.24 (t, 4H, J = 8.2 
Hz), 8.10 (s, IH), 7.77 (d, 2H, J = 8.5 
Hz). 7.71 (8, IH) 


15 


A-15 




H 


13.92 (bs, IH), 12.99 (s, IH), 8.23 (d. 
2H, J = 8.5 Hz),7.75 (d, IH, J = 8.5 
Hz), 7.71 (8, IH), 7.64 (s, IH). 7.44 
(d, IH, J = 4.1 Hz), 7.14 (d, IH, J = 
4.1 Hz) 


16 


A-16 




H 


13.90 (bs. IH). 12.93 (s. IH). 8.24 (d, 
2H, J = 8.5 Hz), 7.84 (bs, IH), 7.76 
(d, 2H. J = 8.5 Hz), 7.72 (s. IH), 7.61 
- 7.62 (m.2H), 7.56 (s,2H) 


17 


A-17 


Q- 


H 


13.95 (bs. IH), 13.00 (s. IH). 8.65 - 
8.67 (m. IH). 8.26 (d. 2H. J = 8.4 
Hz),8.09 • 8.12 (m, IH), 7.80 - 8.05 
(m, IH). 8.03 (s, IH), 7.78 (d, 2H. J 
= 8.4 Hz). 7.70 (s, IH), 7.55 (s, IH), 
7.73 (8, IH). 7.43 - 7.47 (m. 3H) 


18 


A-18 




H 


13.01 (s, IH), 9.22 (d, IH, J = 2.1 
Hz), 8.62 (dd, IH, J = 5.1 Hz, 1.2 
Hz), 8.45 (d, IH, J = 8.4 Hz),8.25 (d, 
2H, J = 8.1 Hz). 7.98 (s, IH), 7.77 (d, 
2H, J = 8.1 Hz). 7.72 (S. IH), 7.64 
(dd, IH, J = 8.1 Hz, 5.1Hz) 


19 


A- 19 




H 


13.15 (s. 1H),8.92 (d, 2H, J = 6.3 
Hz), 8.56 (s, IH), 8.40 (d, 2H, J = 6.3 
Hz), 8.25 (d, 2H, J = 8.5 Hz). 7.77 
(d. 2H. J = 8.5 Hz). 7.72(8. IH) 
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3 



mm 




R6 




iH-NMR(8)ppm 
(DMSO d-6) 


20 


A.20 




H 


13.93 (b^lH), 12.93 (s. 1H),8.23 (d, 
2H, J = 8.4 Hz), 7.93 • 8.01 (m, IH), 
7.82 (8, IH), 7.80 • 7.82 (m, IH), 7.76 
(d. 2H. J = 8.4 Hz). 7.71(8. IH) 


21 


A-21 




H 


13.97 (bs, IH), 13.00 (s, 1H),8.23 (d, 
2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (8, IH), 7.64 (s, IH). 7.41 
(d, IH, J = 3.8 Hz), 7.24 (d, IH, J = 
3.8 Hz) 


22 


A-22 




H 


13.94 (bs, IH), 12.97 (s, IH), 8.25 (d, 
2H, J = 8.5 Hz), 8.04 (d, 2H, J = 8.7 
Hz), 7.96 (d, 2H, J = 8.7 Hz), 7.99 
(bs, 2H), 7.88 (s, IH), 7.77 (d, 2H, J 
= 8.5 Hz), 7.73 (8. IH) 


23 


A-23 


VfV 


H 


13.94 (bs, IH), 12.97 (e, IH), 8.25 (d, 
2H, J = 8.5 Hz), 8.04 (d, 2H, J = 8.7 
Hz), 7.96 (d, 2H, J= 8.7 Hz), 7.99 
(bs, 2H), 7.88 (8, IH), 7.77 (d, 2H, J 
= 8.5 Hz), 7.73 (8, IH), 2.81 (d, 3H, J 
= 4.2 Hz) 


24 


A-24 


Me2N 


H 


14.01 (bs, IH), 12.94 (s, IH). 8.25 (d, 
2H, J = 8.5 Hz), 8.01 (d, 2H, J = 8.2 
Hz), 7.82 (8, IH), 7.77 (d, 2H, J = 8.5 
Hz), 7.72 (s, IH), 7.49 (d, 2H, J = 8.2 
Hz), 2.98 (s,6H) 


25 


A-25 




H 


13.90 (bs, IH), 13.01 (s, IH), 8.25 (d, 
2H, J = 8.5 Hz), 8.01 - 8.12 (m, 4H), 
7.93 (s, IH), 7.76 (d, 2H, J = 8.5 Hz), 
7.72 (8, IH), 5.16 (quint, IH, J = 6.0 
Hz), 1.35(d,6H, J = 6.0Hz) 


26 


A-26 




H 


13.92 (bs, IH), 13.01 (s, IH), 8.25 (d, 
2H. J = 8.4 Hz), 8.03 - 8.12 (m, 4H), 
7.93 (s, IH). 7.77 (d, 2H, J = 8.4 Hz), 
7.72 (s, IH), 4.30(t, 2H, J = 6.6 Hz), 
1.67 - 1.76 (m, 2H), 1.41 - 1.51 (2-m,. 
2H),0.95(t,3H. J = 7.2Hz) 


27 


A-27 


Me-Q- 


H 


13.05 (s, IH), 9.16 (s, IH), 8.80 (d, 
IH, J = 7.8 Hz), 8.24 (d, 2H, J = 8.4 
Hz), 7.16 (s, IH), 7.90 (d, IH, J = 8.7 
Hz), 7.77 (d, 2H, J = 8.4 Hz), 7.72 (a, 
IH), 2.74 (d,3H) 


28 


A-28 


-CHiCOOEt 


H 


13.94 (bs, IH), 12.82 (s, IH), 8.21 (d, 
2H, J = 8.7 Hz), 7.74 (d, 2H. J = 8.7 
Hz), 7.71 (s, IH), 7.08 (8, IH), 4.09 
(q, 2H, J = 6.9 Hz), 3.75 (s, 2H). 1.20 
(t3H, J = 7.2Hz) 
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4 







R6 


BP 


iH-NMR (S) ppm 
(DMSO d-6) 


29 


A-29 


MeOOC^ 


H 


18.91 (be, IH), 12.86 (s, IH), 8.22 (d, 
2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (8. IH), 7.22 (s, IH), 7.09 
(q, IH, J = 6.9 Hz), 3.68 (s, 3H). 1.89 
(d.3H.J=6.9Hz) 


30 


A-30 


AcO.^ 
EtOOc"^ 


H 


13.94 (bs, IH), 13.23 (s, IH), 8.24(d, 
2H, J = 8.1 Hz). 7.98 (s, IH), 7.75 (d, 
2H, J =8.1 Hz). 7.71 (8. IH), 4.46 (q, 
IH, J = 7.2 Hz), 2.10 (s, 3H). 1.35 (t, 
3H, J = 7.2 Hz) 


31 


A-31 




H 


13.90 (bs, IH), 13.08 (s, IH), 9.64 (d. 
IH, J = 2.1 Hz), 9.10 (s, IH). 8.27 (d, 
2H, J = 8.5 Hz), 8.20 (d, 2H, J = 8. 1 
Hz), 8.17 (s, IH), 7.92 (td, IH, J = 
8.7 Hz, 1.8 Hz), 7.76 • 7.81 (m, 3H), 
7.72(8. IH) 


32 


A-32 




-C»OEt 


14.04 (bs, IH), 13.30 (s, IH), 8.25 (d, 
2H, J = 8.5 Hz), 7.73 - 7.76 (m, 4H), 
7.70 (8, IH), 7.44 - 7.46 (m, 3H), 4.22 
(q, 2H, J = 6.9 Hz), 1.23 (t, 3H, J = 
6.9 Hz) 


33 


A-33 


o- 


•COOMe 


13.97 (bs, IH), 13.31 (s, IH), 8.24 (d, 
2H, J = 8.4 Hz), 8.76 (d, 2H, J = 8.4 
Hz), 7.73 - 7.76 (m, 2H), 7.70 (s, 
IH), 7.44 - 7.46 (m, 3H), 3.75 (s, IH) 


34 


A-34 




-CHsCOOMe 


13.88 (bs, IH), 12.89 (s. IH), 8.24 (d, 
2H, J = 8.5 Hz), 7.76 (d, 2H, J = 8.5 
Hz), 7.71 (s, IH), 7.60 - 7.63 (m, 
2H). 7.38 - 7.51 (d, 3H), 3.99 (s, 2H), 
3.68 (8, 3H) 


35 


A.35 


o- 


-(CH2)2C02Me 


13.93 (bs, IH), 12.80 (s, IH), 8.22 (d, 
2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (8, IH), 7.46 - 7.51 (m, 
2H), 7.46 - 7.51 (m, 2H), 7.36 - 
7.42 (m, IH), 3.6 (s, 3H), 3.17 (t, 2H, 
J = 7.4 Hz), 2.72 (t. 2H, J = 7.4 Hz) 


36 


A.36 


Q- 


•(CH?)2C02Et 


13.93 (bs, IH), 12.80 (s, IH), 8.22 (d, 
2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (8, IH), 7.46 - 7,51 (m, 
2H), 7.46 - 7.51 (m, 2H), 7.36 - 
7.42 (m, IH), 4.05 (q, 2H, J= 7.1 
Hz), 3.17 (t, 2H, J = 7.4 Hz), 2.72 (t, 
2H, J = 7.4 Hz), 1.16 (t, 2H, J = 7.1 
Hz) 



wo 01/07423 



PCT/JPOO/04909 



5 



mm 




R6 




»H-NMR(5)ppm 
(DMSOd-6) 


37 


A.37 


c,-Q- 


CHs 


13.90 (bs. IH), 12.80(8, lH),8.22(d, 
2H, J = 8.5 Hz), 7.74 (d, 2H, J = 8.5 
Hz), 7.72 (d, 2H, J = 8.2 Hz), 7.71 (s, 
IH), 7.53 (d, 2H, J = 8.2 Hz), 2.51 (s, 
3H) 


38 


A-38 




Et 


13.87 (bs, IH), 12.76 (s, IH), 8.22 (d, 
2H, J = 8.6 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.70 (s, IH), 7.62 - 7.65 (m, 
2H), 7.45 - 7.50 (m, 2H), 7.35 - 7.40 
(m, IH), 2.93 (q, 2H, J = 7.7 Hz). 
1.29(t,3H, J = 7.7Hz) 


39 


A-39 


Me 


O2N-Q- 


13.93 (bs, IH), 12.98 (s, IH), 8.30 (d, 
2H, J = 9.0 Hz), 8.23 (d, 2H, J = 8.2 
Hz), 7.79 (d, 2H, J = 9.0 Hz), 7.75 (d, 
2H, J = 8.2 Hz), 7.70 (s, IH), 2.50 (s, 
IH) 


40 


A-40 




H 


13.92 (bs, IH), 12.76(8, lH),8.19(d, 
4H, J = 8.8 Hz). 7.72 (d, 2H. J = 8.2 
Hz). 7.69 (8. IH), 7.54 (d. 2H, J = 8.2 
Hz), 7.05 (8, IH). 4.17 (s. 2H) 


41 


A-41 




Me 


13.15 (8. 1H).8.92 (d. 2H, J = 6.3 
Hz), 8.56 (8, IH), 8.40 (d. 2H, J = 6.3 
Hz), 8.25 (d, 2H, J = 8.5 Hz), 7.77 
(d, 2H. J = 8.5 Hz), 7.72(6, IH) 


42 


A-42 




COOMe 


13.90 (bs, IH), 13.31 (s, IH), 8.24 (d. 
2H, J = 8.7 Hz),7.80 - 7.84 (m, 2H). 
7.75 (d. IH, J = 8.7 Hz). 7.70 (s. IH). 
7.26 - 7.32 (m. 2H). 3.76 (s, 3H) 


43 


A-43 




CItCHjCl 


13.92 (bs, IH). 12.86 (s, IH), 8.22 (d. 
2H, J = 8.5 Hz), 7.75 (d. IH, J = 8.5 
Hz),7.71 (8, IH), 7.65 - 7.69 (m. 2H). 
7.28 - 7.34 (m. 2H). 3.91 (t. 2H. J = 

MATT V e% r\e% ^1 <vrT T 1" T v 

6,6 Hz), 3.38 (t, 2H, J = 6.6 Hz) 


44 


A-44 




Me 


13.92 (bs, IH), 12.81 (s, IH), 8.22 (d, 
2H, J = 8.5 Hz). 7.74 (d. 2H. J = 8.5 
xiz), 7.7U (8, Irl), 7.0Z - /.bo (m, 
2H), 7.28 . 7.34 (m, 2H), 2.38 (s. 3H) 


45 


A-45 




C0N(Me)2 


13.96 (bs, IH), 13.15 (s, IH), 8.25 (d, 
2H, J= 8.5 Hz), 7.77 (d, 2H, J = 8.5 
Hz), 7.23 (s, IH). 7.65 - 7.69 (m, 
2H), 7.37 - 7.51 (m. 3H), 2.97 (s. 
3H), 2.67 (s. 3H) 


46 


A-46 


o- 


CONH2 


13.94 (bs, IH). 13.10 (s, IH), 8.25 (d, 
2H, J = 8.5 Hz), 7.72 - 7.81 (m, 5H), 
7.62 (bs, 2H), 7.41 - 7.49 (m. 3H) 



wo 01/07423 



PCT/JPOO/04909 



6 



mmm 




R6 


R' 


•H-NMR (S) ppm 
(DMSO d.6) 


47 


A-47 


o- 


CONHMe 


13.90 (bs, IH), 13.11 (s, IH), 8.25 (d, 
2H. J = 8.5 H2).8.18 (q, IH, J = 4.7 
Hz), 7.76 (d, 2H, J = 8.5 Hz), 7.71 - 
7.74 (m, 3H), 7.37 - 7.48 (m, 3H), 
2.71(d,3H, J=4.7Hz) 


48 


A-48 






13.95 (bs, IH), 13.00 (s, IH), 8.25 (d, 
2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (8, iH), 7.56 - 7.60 (m, 
2H), 7.36 - 7.41 (m, IH). 7.23 - 7,29 
(m. IH), 3.92 (s, 2H) 


49 


A-49 


Or 


*-(caEi8)2- 


13.92 (bs, IH), 12.85 (s, IH), 8.24 (d, 
2H, J = 8.5 Hz), 7.72 - 7.77 (m, 4H). 
7.18 - 7.32 (m, 3H), 2.96 - 3.05 (m, 
4H) 


60 


A-50 


Or 


*-(CH2)3- 


13.89 (bs, IH), 12.76 (e, IH), 8.23 (d, 
2H. J = 8.5 Hz), 7.99 (d, IH, J = 7.1 
Hz), 7.75 (d, 2H, J = 8.1 Hz), 7.71 (s, 
IH), 7.19 - 7.34 (m, 3H), 7?.96 (t, 
2H. J= 7.1 Hz), 2.78 • 2.81 (m, 2H), 
2.07 - 2.15 (m,2H) 


51 


A-51 


er-O- 


CH2CH2CI 


13.95 (bs, IH), 12.90 (s, IH), 8.22 (d, 
2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (s, IH), 7.66 - 7.71 (m, 
2H), 7.57 . 7.62 (m, 2H), 3.91 (t, 2H, 
J = 6.8 Hz), 3.33 (t, 2H, J = 6.8 Hz) 


52 


A-52 


AcHN-fV- 


H 


13.99 (bs, IH), 12.92 (s, IH), 10.03 
(8, IH), 8.24 (d, 2H, J = 8.5 Hz),7.88 
(d, 2H, J = 8,5 Hz). 7.75 (d, 2H, J = 
8.5 Hz), 7.72 (s, IH), 7.66 (d, 2H, J = 
8.5 Hz), 7.59 (8, IH), 2.07 (s, 3H) 


53 


A-53 


Q- 

F3C 


H 


13.98 (bs, IH), 12.95 (s, IH), 8.33 (s, 
IH), 8.25 (d, 2H. J = 8.5 Hz), 8.23 - 
8.27 (m, IH), 7.98 (s, IH), 7.77 (d, 
2H, J = 8.5 Hz), 7.69 - 7.72 (m, 3H) 


54 


A-54 


H 


CI 


13.90 (bs, IH), 8.22 (d, 2H. J = 8.5 
Hz), 8.14 (8, IH), 7.76 (d, 2H, J = 8.5 

riz), ( iD{B, In.;, /.bz - /. iU \m, ^tt) 


55 


A.55 


H 


0- 


13.87 (bs, IH), 12.86 (s, IH), 8.23 (d, 
2H, J = 8.5 Hz), 7.98 (s, IH), 7.76 (d, 
2H, J =, 8.5 Hz), 7.71 (s, IH), 7.68 - 
7.52 (m, 2H), 7.42 • 7.47 (m. 2H), 
7.30 - 7.35 (m. IH) 


56 


A-56 


Me 


H 


13.89 (bs, IH), 12.95 (s, IH), 8.23 (d, 
2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (s, IH), 7.36 (s. IH), 7.11 
(s. lH).2.40(a3H) 



40 



PCT/JPOO/04909 



7 





#^ 


R6 




»H-NMR (5) ppm 
(DMSO d-6) 


57 


A-57 




H 


13.89 (bs. IH). 12.77 (s, IH), 8.23 (d, 
2H, J = 8.5 Hz), 7.76 (d, ffl, J = 8.6 
Hz), 7.71 (s, IH), 7.29 (s, IH), 7.07 
(d, IH, J = 1.1 Hz), 2.60 (8, 3H). 2.40 
(s, 3H) 


58 


A-58 


a-Q- 


*.0CH2- 


14.03 (bs, IH), 12.99 (s, IH), 8.23 (d, 
2H, J = 8.2 Hz), 7.75 (d, 2H, J = 8.2 
Hz), 7.69 (s, IH), 7.54 (d, IH, J = 2.5 
Hz), 7.24 (dd, IH, J = 8.5 Hz, 2.5 
Hz), 6.97 (d, IH, J= 8.5 Hz), 5.54 (s, 
2H) 


59 


A-59 


Q- 


♦ -SCHa- 


13.84 (bs. IH), 12.95 (s. IH), 8.34 (d, 
2H, J = 8.5 Hz), 7.86 - 7.90 (m, IH), 
7.76 (d, 2H, J = 8.5 Hz), 7.72 (s, IH), 
7.34 - 7.37 (m, IH), 7.19 - 7.30 (m, 
2H). 4.32 (s, 2H) 


60 


A-60 


p 


H 


13.93 (bs,lH), 12.93 (s, 1H),8.23 (d, 
2H, J = 8.4 Hz), 7.93 - 8.01 (m, IH), 
7.82 (8. IH), 7.80 - 7.82 (m, IH), 7.76 
(d, 2H, J = 8.4 Hz), 7.71(6, IH) 


61 


A-61 




H 


13.94 (be, IH), 13.01 (s, 1H),8.25 (d, 
2H, J = 8.2 Hz), 8.18 (d, 2H, J = 8.2 
Hz), 7.96 (s, IH), 7.82 (d, 2H, J = 8.2 
Hz), 7.76 (d, 2H, J = 8.2 Hz), 7.71 (s, 
IH) 


62 


A-62 


MeO-^^— 
F 


H 


13.94 (bs, IH), 12.91 (s, IH), 8.24 (d, 
2H, J = 8.5 Hz), 7.96 (s, IH), 7.67 - 
7.80 (m, 6H), 7.22 - 7.28 (m, \1X), 
3.88 (s, 3H) 


63 


A-63 


F3CO 


H 


13.95 (bs, iH), 12.97 (s, IH), 8.25 (d, 
2H, J = 8.5 Hz), 8.00 - 8.02 (m, IH), 
7.94 ■ 7.96 (m, 6H), 7.77 (d, 2H, J = 
8.5 Hz), 7.73 (s, IH^, 7.60 (t, IH, J = 
7.8 Hz), 7.34 - 7.36 (m. IH) 


64 


A-64 


Q- 

F 


H 


13.97 (bs, IH), 12.97 (s. IH). 8.24 (d, 
2H. J = 8.5 Hz), 7.87 (e, IH), 7.26 - 
7.84 (m, 6H), 7.72 (s, IH), 7.47 - 7.54 
(m. IH), 7.15 - 7.21 (m. IH) 


65 


A-65 




COzMe 


13.40 (s, IH), 8.24 (d, 2H. J = 8.2 
Hz),7.97 (d, 2H, J = 8.5 Hz), 7.83 (d, 
2H, J = 8.0 Hz), 7.76 (d, 2H, J = 8.0 
Hz). 7.70 (s. IH). 3.77 (s. 3H) 


66 


A-66 




H 


8.24 (d, 2H, J = 8.5 Hz), 7.77 (d, 2H, 
J = 8.5 Hz).7.73 (8, IH), 7.72 (s, IH) 



41 



wo 01/07423 



PCT/JPOO/04909 







R6 


R' 


'rl-JNJYLK \0) ppm 

(DMSO d-6) 


67 


A-67 


o- 


H 


13.96 (bs, IH), 12.98 (s, IH), 8.25 (d, 
2H, J = 8.2 Hz), 8.09 - 8.15 (m, IH), 
7.77 (d, 2H, J = 8.5 Hz), 7.7d (s, Iri), 
7.63 (d, IH, j = 2.5 Hz), 7.31 - 7.45 
(m,3H) 


68 


A-68 


PCF3 

\=/ 


H 


13.96 (bs, IH), 12.96 (s, IH), 8:23 (d, 
2H, J = 8.2 Hz), 7.86 (d, IH, J = 7.9 
Hz), 7.62 - 7.78 (m, 6H), 7.35 (s, IH) 


69 


A-69 




H 


13.93 (bs, IH). 13.03 (s, IH), 8.24 (d, 
2H, J = 8.2 Hz), 7.76 (d, 2H, J = 8.5 
Hz), 7.72 (s, IH), 7.47 - 7.57 (m, 
IH), 7.55 (8, IH), 7.17 - 7.28 (m, 2H) 


70 


A-70 




H 


13.95 (bs, IH), 12.97 (s, IH), 8.25 (d, 
2H, J = 8.2 Hz), 8.09 - 7.18 (m, IH), 
7.76 (d, 2H, J = 8.2 Hz), 7.72 (m, 
IH), 7.60 (d, IH, J = 2.7 Hz), 7.36 - 
7.44 (m, IH), 7.20 - 7.27 (m, IH) 


71 


A-71 


F 


XT 
Jl 


13.96 (bs, IH), 12.94 (s, IH), 8.23 (d, 
2H, J = 8.2 Hz), 7.97 • 8.06 (m, IH), 

(m, IH), 7.69 (8, IH), 7.67 (d, IH, J 
= 2.5 Hz) 


72 


A.72 


Br 


H 


13.99 (bs, IH), 12.92 (s, IH), 8.24 (d, 
2H, J = 8.5 Hz), 8.19 (t, 2H, J = 1.6 
Hz), 7.95 • 7.98 (m, IH). 7.87 (s, 
IH), 7.77 (d, 2H, J = 8.5 Hz), 7.52 - 
7.56 (m, IH), 7.42 (t. IH, J = 8.0 Hz) 


73 


A-73 


1-0- 


H 


13.97 (bs, IH), 12.95 (s, IH), 8.24 (d, 
2H. J = 8.6 Hz), 7.72 • 7.84 (m, 8H), 



42 



wo 01/07423 



PCT/JPOO/04909 



9 ~ 1 1 Vfto 



43 



wo 01/07423 



PCT/JPOO/04909 



^9 



r7 











iH-NMR(6)ppm 
(DMSOd-6) 


74 


B-1 




H 


12.92(8, IH), 12.72 (bs, IH), 8.24 (d, 
2H, J = 8.4 Hz),7.95 • 7.98 (m, 2H), 
7.87 (8, IH), 7.76 (d, 2H, J = 8.4 Hz), 
7.73 (s, IH), 7.43 - 7.48 (m, 2F0, 7.32 
■ 7.37 (m, IH) 


to 






H 


12.89 (s, IH), 12.75 (bs, IH), 8.24 (d, 
2H, J = 8.4 Hz), 7.97 - 8.02 (m, 2H), 
7.87 (8, IH), 7.76 (d, 2H, J = 8.4 Hz), 
7.70 (s, IH), 7.26 - 7.32 (m, 2H) 


76 


B-8 




H 


12.92 (s, IH), 12.73 (bs, IH), 8.24 (d, 
2H. J = 8.5 Hz), 7.94 (d, 2H, J = 7.1 
Hz), 7.90 (s, IH), 7.86 (s, IH), 7.76 
(d, 2H, J = 8.5 Hz), 7.65 (d. 2H, J = 
7.1Hz) 


77 


B-4 




H 


12.91 (e, IH), 12.72 (bs, IH), 8.24 (d, 
2H, J = 8.5 Hz), 7.98 (d, 2H, J = 8.5 
Hz), 7.86 (s, IH), 7.79 (8, IH), 7.76 
(d, 2H, J = 8.5 Hz), 7.52 (d, 2H, J = 
8.5 Hz) 


78 


B-5 


Me-Q- 


H 


12.89 (s, IH), 12.75 (bs, IH), 8.24 (d, 
2H, J = 8.5 Hz), 7.87 (s, IH), 7.85 (d, 
IH, J = 8.1 Hz), 7.76 (d, 2H, J = 8.5 
Hz), 7.b4 (s, Ifl), T.Zfa (a, Irl, J — o.l 
Hz), 2.34 (s, 3H) 


79 


B-6 




H 


12.94 (s, IH), 12.74 (bs, IH), 8.25 (d, 
2H, J=8.4Hz),8.06(d. 2H, J=8.1 
Hz), 7.87 (8, IH), 7.72 - 7.79 (m, 
7H), 7.49 (t, 2H, J = 7.5 Hz), 7.38 (t, 
2H, J = 7.5 Hz) 


80 


B-7 


MeO-Q- 


H 


12.89 (s, IH), 12.76 (bs, IH), 8.24 (d, 
2H, J = 8.4 Hz),7.99 (d. 2H, J = 8.7 
Hz), 7.86 (8, IH), 7.76 (d, 2H, J = 8.4 
Hz), 7.56 (8, IH), 7.01 (d, 2H, J = 
8.7 Hz), 3.80(8, 3H) 


81 


B-8 




H 


12.85 (s, IH), 12.73 (bs, IH), 8.21 (d, 
2H, J = 8.7 Hz), 7.94 (dd, IH, J = 7.8 
Hz, 1.2 Hz), 7.86 (s, IH), 7.78 - 7.83 
(m, 2H), 7.74 (d, 2H, J = 8.7 Hz), 
7.61 - 7.67 (m. IH). 7.59 (S, IH) 



44 



wo 01/07423 



PCT/JPOO/04909 



1 0 





»^ 


R6 


R7 


•H-NMR (5) ppm 
(DMSOd-6) 


82 


B-9 


^Bu 


H 


12.70 (s, IH), 8.20 (d. 2H, J = 8.7 
Hz), 7.84 (s, IH), 7.73 (d, 2H, J = 8.7 

Hz), 6.84 (S, IH), 1.31 (s, 9H) 


83 


B-10 


t-Bu-Q- 


H 


12.90 (s, IH), 12.73 (bs, IH), 8.24 (d, 
2H, J = 8.5 Hz), 7.88 (d, 2H, J = 8.5 
Hz), 7.87 (b, IH), 7.76 (d, 2H, J = 8.5 
Hz), 7.64 (8, IH), 7.47 (d, 2H, J = 8.5 
Hz). 1.32 (8, 9H) 


84 


B-ll 


MeOOC-^]J^ 


H 


12.97 (s, IH), 12.72 (bs, IH), 8.25 (d, 
2H, J = 8.5 Hz), 8.08 (dd, 4H, J = 
18.9 Hz, 8.8 Hz), 7.94 (s, IH), 7.87 
(s, IH), 7.76 (d, 2H, J= 8.5 Hz), 3.81 

(S.3H) 


85 


B-12 


n-Pen-^^— 


H 


12.89 (s, IH), 12.72 (bs, IH), 8.24 (d, 
2H. J = 8.7 Hz), 7.87 (s, IH), 7.85 (d. 
2H, J = 8.4 Hz), 7.75 (d, 2H, J = 8.4 
Hz), 7.63 (s, IH), 7.26 (d, 2H, J= 8.7 
Hz), 2.60 (t, 2H, J = 7.8 Hz), 1.55 - 
1.65 (m, 2H), 1.27 • 1.36 (m, 2H), 
0.87(t,3H, J = 7.8Hz) 


86 


B-13 


°2N-0- 


H 


13.03 (8, IH), 12.73 (bs, IH), 8.34 (d, 
2H, J = 8.6 Hz), 8.24 (d, 2H, J = 8.7 

Hz), 8.22 (d, 2H, J = 8.7 Hz), 8.09 (s, 
IH), 7.86 (e, IH), 7.76 (d, 2H, J = 8.5 
Hz) 


87 


B.14 




H 


12.89 (s, IH), 12.73 (bs, IH), 8.23 (d, 
2H. J = 8.7 Hz), 7.87 (s, IH), 7.75 (d, 
2H, J = 8.7 Hz), 7.64 (s. IH), 7.44 
(d, IH. J = 3.9 Hz), 7.15 (d. IH, J = 
3.9 Hz) 


88 


B-15 




H 


12.89 (s, IH), 12.72 (bs, IH), 8.24 (d, 
2H, J = 8.5 Hz), 7.87 (s, IH), 7.83 - 
7.84 (m, IH), 7.75 (d, 2H, J= 8.5 
Hz), 7.62 - 7.63 (m, 2H), 7.56 (s, IH) 


89 


B-16 


CI 


H 


12.92 (s, IH), 12.73 (bs, IH), 8.24 (d, 
2H, J = 8.7 Hz), 8.22 (d, IH, J = 2.4 
Hz), 7.95 (dd, IH, J = 8.4 Hz, 2.4 
Hz), 7.94 (s, IH), 7.86 (s, IH), 7.77 

/J OXJ T — Q T TJ»\ T TO /A 113 T 

(d, <4rl, d = 0.7 xiz), l.io (d, in, d — 
8.4 Hz) 


90 


B-17 




H 


12.99(8, IH), 12,75 (bs, IH), 8.38 (m, 
IH), 8.25 (m, 2H), 7.99 (m, 2H), 7.87 
(s, IH), 7.77 (d. 2H, J = 8.4 Hz), 7.55 
(m. 4H), 7.73 (m, IH), 


91 


B-18 




H 


12.91 (s, IH,), 12.76 (bs, IH), 8.86(s, 
IH), 8.23 (d, 2H, J=8.7 Hz). 7.96 (m, 
IH), 7.83 (m, IH), 7.82 (s. IH). 7.75 
(d. 2H. J=8.7 Hz). 7.52 (m. IH) 



45 



wo 01/07423 



PCT/JPOO/04909 



« 1 1 



• #•§■ 




R6 


BP 


iH-NMR (5) ppm 
(DMoU Q-fa; 


92 


B-19 


OX 


H 


12.99(8. IH). 12.75 (bs, IH), 8.38 
(IH, m), 8.26 (d„ 2H, J=8.7Hz), 
7.99 (m, 2H), 7,87(8. IH), 7.77 (d, 
2H. J=8.7 Hz). 7.56 (m. 4H), 7.73 

/ 1 TIN 

(m, IH) 


93 


B-20 


H 


H 


12.72 (bs, 2H), 8.22 (d, 2H, J=8.7 
Hz), 7.86 (s, IH). 7.58 (d, IH. J=3.6 
Hz), 7.75 (d, 2H, J=8.7 Hz), 7.31 (d. 
IH. J=3.6Hz), 


94 


B-21 




*.(CH8)2- 


12.84 (s, IH), 12.73 (bs, IH), 8.23 (d, 
2H. J = 8.5 Hz), 7.86 (s, IH), 7.75 (d, 
2H, J = 8.5 Hz), 7.74 (d, IH, J = 6.9 
Hz). 7.18 • 7.32 (m. 3H). 2.96 • 3.05 
(m.4H) 


95 


B-22 


Qr 


*-(CH2)3- 


12.75 (s, 2H), 8.23 (d, 2H. J = 8.5 
Hz), 8.00 (d, 2H, J = 7.4 Hz), 7.86 (s, 
IH), 7.75 (d, 2H, J = 8.5 Hz), 7.19 - 
7.33 (m, 3H). 2.96 (t, 2H, J = 6.8 
Hz), 2.78 - 2.82 (m. 2H), 2.06 - 2.15 
(ni.2H) 


96 


B-23 


-=-0- 


CHaCHaCl 


12.86 (8, IH). 12.74 (be, IH), 8.22 (d, 
2H. J = 8.5 Hz). 7.86 (s. IH). 7.75 (d, 
2H. J = 8.5 Hz). 7.65 - 7.69 (m. 2H). 
7.29 • 7.35 (m, 2H). 3.91 (t, 2H, J = 
6.8 Hz). 3.32 (t, 2H, J = 6.8 Hz) 


97 


B-24 




Me 


12.76 (8. IH), 12.70 (be, IH). 8.22 (d, 
2H, J = 8.5 Hz), 7.00 (8, 1x1). 7.74 (a, 
2H, J = 8.5 Hz), 7.72 (d, 2H, J = 8.5 
Hz), 7.53 (d, 2H. J = 8.5 Hz), 2.51 (s, 
IH) 


98 


B-25 


0^ 


CHsMe 


12.77 (s, IH), 12.70 (bs, IH). 8.22 (d, 
2H, J = 8.5 Hz), 7.86 (s, IH), 7.75 (d. 
2H, J = 8.5 Hz). 7.62 - 7.65 (m. 2H). 
7.45 - 7.50 (m, 2H), 7.35 - 7.40 (m. 
IH). 2.93 (q, 2H. J = 7.4 Hz), 1.29 (t, 
SH, J = 7.4 Hz) 
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1 2 iJiS^ L:/to 
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m 1 2 



p 




r7 



JS3L g. 




R6 




iH-NMR (8) ppm 
\sjvnioyj \x-'o) 


99 


CI 




H 


12.88 (s, IH,), 12.54 (bs, IH), 8.22 (s. IH). 
8.20 (d. 2H, J = 5.8 Hz), 7.91 - 7.97 (m, 
4H). 7.72 (d, IH. J = 8.5 Hz), 6.83 (s, IH) 


100 


C-2 


MeOOC-^^— 


H 


12.96(8, IH), 12.54 (bs, IH), 8.22 (d, 2H, J 
= 8.7 Hz), 8.04 - 8.13 (m, IH), 7.94 (s, IH), 
7.93 (d, 2H, J = 6.9 Hz), 6.84 (s, IH), 3.88 
(B,3H) 


101 


C-3 


F 


H 


12.89 (s, IH,), 12.55 (bs, IH), 8.21 (d, 2H, 
J = 8.5 Hz), 7.89 - 8.03 (m, IH), 7.93 (d, 
2H, J = 8.5 Hz), 7.89 - 7.86 (m, IH), 7.82 
(& IH). 7.48 - 7.57 (m, IH), 6.83 (e. IH) 


102 


C-4 




H 


12.96(8. IH). 12.55 (bs, IH), 8.20 (d, 2H, J 
= 8.5 Hz), 7.92 (d, 2H, J = 8.5 Hz), 7.34 (s, 

-1 TT\ n ACk /J 1 T T T 00 ■|1T_\ ^ CkA /Ji OTJT T 

IH), 7.42 (d, IH, J = 3.8 Hz), 7.24 (d, 2n, J 
= 3.8 Hz), 6.83 (s, IH) 


103 


C-5 


Q- 


*-(CH?)2- 


12.81 (8, IH), 12.54 (bs. IH). 8.21 (d, 2H, J 
= 8.5 Hz). 7.92 (d, 2H, J = 8.5 Hz), 7.74 (d. 
2H, J = 7.4 Hz), 7.18 - 1.6Z (m. An), b.oo 
(s, IH), 2.95 - 3.05 (m, 4H) 


104 


C-S 




*.(CH2)3- 


12.72 (8, IH), 12.56 (bs, IH), 8.20 (d, 2H, J 
= 8.5 Hz), 8.01 (d, IH, J =7.4 Hz), 7.92 (d, 
2H, J = 8.5 Hz), 7.20 • 7.34 (m, 3H), 6.82 
Ca 1 fn 2 97 2H J = fi 8 Hy"* 2 79 - 2 81 
(m.2H), 2.09- 2.13 (m,2H) 


105 


C-7 




CH2CH2CI 


12.83 (s, IH), 12.55 (bs, IH), 8.19 (d, 2H, J 
= 8.5 Hz), 7.92 (d, 2H, J = 8.5 Hz), 7.65 - 
7.70 (m, 2H), 8.28 - 7.35 (m, 2H), 6.83 (s, 
IH), 3.91 (t, 2H, J = 6.9 Hz), 3.34 (t, 2H, J 
= 6.9 Hz) 


106 


C-8 


ci-Q- 


Me 


12.75 (s, IH). 12.53 (bs, IH), 8.19 (d, 2H, J 
= 8.5 Hz), 7.91 (d, 2H, J = 8.5 Hz). 7.72 (d, 
2H, J = 8.5 Hz), 7.53 (d, 2H, J = 8.5 Hz), 

6.82 (s, IH), 2.51 (s. 3H) 


107 


C.9 


o- 


CHsMe 


12.74 (s, IH), 12.55 (bs, IH), 8.19 (d, 2H, J 
= 8.5 Hz), 7.92 (d, 2H, J = 8.5 Hz), 7.62 - 
7.65 (m. 2H), 7.45 - 7.50 (m,. 2H), 7.35 - 
7.40 (m, IH), 6.83 (s, IH), 2.93 (q. 2H, J = 
7.4 Hz). 1.30 (t 3H. J = 7.4 Hz) 
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1 3~1 5»r^Lyto 

5 
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#^ 


#^ 


X 


RA 


iH-NMR (5) ppm 
(DMSO d-6) 


108 


D-l 




H 


8.7 Hz), 7.74 (2H, d. J = 8.7 Hz). 
7.86(1H, s). 8.06 (2H, d, J = 8.1 Hz), 
12.70(1H. br.s) 


109 


D-2 




H 


7.21 (2H, dd, J = 8.7 Hz, Jh.f= 8.7 Hz). 
7.75 (2H, d, J = 8.7 Hz), 7.80 (2H, m), 
7.86 (IH, s), 8.06 (2H, d, J = 8.7 Hz), 

1,1x1, 8^ 1^. 1^ l.lll» DSy^ 


110 


D-0 


Et 


• 11 


1,33 (3H, t, J = 6.9 Hz), 4.45 (2H, q, J = 
6.9 Hz), 7.20 (IH, dd, J = 8.1 Hz, 8.1 
Hz), 7.46 (IH, dd, J = 8. 1 Hz, 8. 1 Hz), 

J = 8.7 Hz), 7.88 (IH. s), 8.15 (2H. d, J 
= 8.7 Hz), 8.58 (IH. 8).10.43 (IH. s). 


111 




Et 


H 


1. 16 (3H. t, J = 7.2 Hz). 2.30 (3H, s), 
3.40 (2H, q, J = 7.2 Hz), 3.56 (2H, t, 5.4 
Hz), 3.68 (2H, m), 6.44 (IH. bs), 6.58 
(IH. d, J= 7.5 Hz), 6.63 (IH, s), 6.64 
ClH d J = 7 5 Hz") 7 14 ClH dd J = 7 5 
Hz, 7.5 Hz), 7.52 (2H, d, J = 8.7 Hz), 
7.77 (2H, d, J = 8.7 Hz), 7.83 (IH, s) 


112 


D-5 


H H 


Ph 


6.95 (IH, dd, J = 7.5 Hz, 7.6 Hz), 7.23 
CSH m) 7 38 ^6H m) 7 60 (2H. m), 
7.69 (2H, m), 7.77 (IH, s), 9.02 (IH, s). 
9.25 (IH, 8), 12.66 (IH, bs) 


113 


D-6 




Me 


3.47 (3H, s), 7.41 (2H, d, J = 9.0 Hz), 
7.47 (4H, m), 7.58 (3H, m), 7.78 (2H, d, 
J = 9.0 Hz), 7.84 (2H. m), 12.62 (IH, bs) 


114 


D-7 


MeO-'^N 


H 


3.83 (3H, 8), 7.07 (IH, dd, J = 2.4 Hz, 
9.0 Hz), 7.62 (IH, d, J = 2.4 Hz), 7.68 
(IH, d, J = 9.0 Hz). 7.76 (2H, d, J = 8.4 
Hz). 7.87 (IH. 8), 8.23 (2H, d, J =8.4 
Hz), 12.75 (IH, s), 12.88 (IH. s) 


115 


D-8 




H 


7.58 (3H, m), 7.77 (2H, d. J = 8.7 Hz), 
7.88 (2H, m), 7.95 (3H, m), 8.06 (2H, 
m), 8.11 (2H, d, J = 8.7 Hz). 10.72 (IH. 
s), 12.72 (IH, bs) 


116 


D-9 




H 


4.49 (2H, d, J = 6.0 Hz), 7.25(1H, m), 
7.33 (4H, m), 7.69 (2H, d. J = 8.1 Hz), 
7.83 (IH. 8). 8.01 (2H. d, J = 8.1 Hz), 
9.17 (IH. t J = 6.0 Hz). 12.69 (IH, be) 



60 



01/07423 



PCT/JPOO/04909 



1 4 







X 




iH-NMR(8)ppm 
(DMbU a-6) 


117 


D-10 


MeS-^- 


H 


2.47 (3H ,s), 7.27 (2H, d. J = 9.0 Hz), 
7.74 (4H, m), 7.85 (IH, s), 8.06 (2H, d, 
J = 9.0 Hz), 12.60 (lH.bs) 


118 


D-11 




H 


12.45 (bs, IH), 10.29 (s, IH), 8.07 (d, 
2H, J = 8.1 Hz), 7.87 (s, IH), 7.74 (d. 
2H, J = 8.1 Hz), 7.67 (d, 2H, 8.7 Hz), 
7.18 (d, 2H, J = 8.7 Hz), 2.56 (t, 2H, J = 
7.5 Hz), 1.50 - 1.61 (m, 2H), 1.25 • 1.37 
(m, 2H), 0.91 (t 3H, J = 7.5 Hz) 




D-12 


\^ N 0 


H 


13.94 (bs. IH), 12.25 (s, IH). 8.17 (d, 
2H, J = 8.4 Hz). 7.88 - 7.92 (m, 2H), 
7.77 (d, 2H, J = 8.4 Hz), 7.72 (s, IH), 
7.52 • 7.53 (m, 3H), 6.96 (s, 3H) 


120 


D-13 




H 


3.893 (8H, s). 7.026 (IH. s), 7.756 (2H, 
d, J=8.4 Hz), 7.851 (IH, s), 8.028-8.100 
(4H, m), 8.156 (2H, d, J=8.4 Hz), 
12.277 (IH, s), 12.714 (IH, br) 


121 


D-14 




H 


7.556 (IH, dd, J=2.1, 8.4 Hz), 7.730- 
7.769 (4H, m), 7.865 (IH, s), 7.943 (IH, 
d, J=8.4 Hz), 8.236 (2H, d, J=8.4 Hz), 
12.732 (IH, b), 12.963 (IH, br) 


122 


D-15 




H 


7.019 (IH, br), 7.332-7.881(lH, m), 
7.467 (2H, t. J=7.7 Hz), 7.711- 
7.785(4H, m), 7.862 (IH, s), 8.147 (2H, 
d, J=8.7 Hz)11.024 (IH, s), 12.5 (IH, 
br) 


123 


D.16 




H 


3.879 (3H, 8), 7.107 (IH, s), 7.732 (2H, 
d, J=8.4 Hz), 7.861 (IH, s), 7.933 (2H, 
d, J=8.7 Hz), 8.036 (2H, d, J=8.7 Hz). 
8.152 (2H, d, J=8.4 Hz), 11.124 (IH. s), 
12.711 (IH, br) 


124 


D-17 




H 


7.31-7.37 (2H, m), 7.735 (2H, d, J=9.0 
Hz), 7.0D-7.oo(^rl, m), 7.871 (1x1, 8^. 
8.149-8.178 (3H. m), 8.298 (2H. d, 
J=8.7Hz), 8.73 (IH, s), 11.058 (IH. s), 
12.707 (lH,br) 


125 


D-18 


Vf>-0- 

EtO 


H 


1.352 (3H, t, J=7.2 Hz), 4.350 (2H, a 
J=7.2 Hz), 7.728 (2H, d. J=8.4 Hz), 
7.862 (IH, b), 7.919 (2H. d, J=8.4Hz), 
8.062 (2H, d, J=8.4 Hz), 8.164 (2H, d, 
J=8.7Hz), 11.119 (IH, s), 12.716 (IH, 
br) 



51 



wo 01/07423 

m 1 5 



PCT/JPOO/04909 



' I >H-NMR(5)pp 
I (DMSO d-6) 





#^ 


X 


>H-NMR(5)ppm 
(DMSO d-6) 


126 


D-19 




13.98(bs, IH), 11.82(8. IH), 8.15(d. 2H. 
J = 8.2 Hz), 7.80(d, 2H, J = 8.2 Hz), 
7.72(8, IH), 7.65(d, 2H, J = 8.0 Hz), 
7.43(t. 2H, J = 8.0 Hz), 7.39(8. IH), 
7.30(t IH, J = 8.0 Hz), 7.30(8. IH). 


127 


D-20 




12.1(bs,2H),11.9(bs,lH),8.19 (d, 2H,J = 
8.5 Hz), 7.79 (d, 2H, J = 8.5 Hz), 7.74 
(d, 2H, J = 8.5 Hz). 7.71 (s, IH), 7.46 (s, 
lH),7.40(d,2H. J=8.5Hz) 
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mi 6 





#^ 


X 


Z 


iH-NMR (5) ppm 
(DMSOd-6) 


128 


E-1 






7.23 (IH, d, J = 3.9 Hz), 7.65 (IH, 
s), 7.71 (IH. d, J = 8.4 Hz), 7.88- 
7.94 (3H, m), 8.19 (IH, d, J = 2.4 

TT_\ •* n TT 1 \ i o no /i lu /-,\ 

Hz), 12.6 (Ixi, br), lA.yZ (IH, s) 


129 


E-2 






7.69-7.73 (2H, m), 7.90-7.94 (2H, 
m). 8.05 (IH, s), 8.19 (IH, d, J = 
2.1 Hz), 8.33 (IH, d, J= 4.2 Hz), 
12.7 (IH, br), 13.06 (IH. 8) 


130 


E-3 






Q QT /QXJ o\ T TO ttlhJ A X=A 9 
O.oT \6rif 8), l.i^ KJ-Jtl, Q, d— 4.Z 

Hz), 7.91 (IH, 8), 8.02-8.10 (5H, 
m), 8.34 (IH. d, J = 4.2 Hz), 12.7 
(IH, br), 13.11 (IH, 8) 


131 


E-4 




-TV 


13.75 (bs. IH), 13.08 (s, IH), 9.37 
(d, IH, J = 2.1 Hz), 8.56 (dd, IH, J 
= 8.2 Hz, 2.4 Hz), 8.21 (d, IH, J = 
1.8 Hz), 8.05 (d, IH, J = 7.9 Hz), 
7.95 (s, IH), 7.94 (dd, IH, J = 9.1 
Hz), 2.1 Hz), 7.75 (s, IH), 7.33 (d, 
IH, J = 8.5 Hz) 


132 


E-5 




— ^~V- 


13.77 (bs, IH), 13.15 (s, IH), 9.48 
(d, IH, J = 2.7 Hz), 8.57 (dd, IH, J 
= 8.4 Hz, 2.4 Hz), 8.02 - 8.12 (m, 
4H). 7.96 (s, IH). 7.92 - 8.02 (m, 
IH). 7.75 (8. IH). 3.88 (a 3H) 
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1 7 




#•§• 




R6 


Y 


iH-NMR (5) ppm 
(DMSO d-6) 


133 


F-l 


CI 


o 

H 


4.50 (2H,s), 7.15(2H,d, J = 8.7 
Hz) 7 58 (2H. d, 8.7 Hz), 7.76 (IH, 
8), 7.88-7.918 (2H. m). 8.15 (IH, d, 
J = 1.8 Hz), 12.52 (IH, br), 12.60 

(IH. 8) 


134 


F-2 




H 


3.87 (3H, 8), 5.00 (2H. s), 7.16 (2H, 
d, J = 8.7 Hz), 7.59 (2H, d, J = 8.7 
Hz), 7.76 (IH, s), 7.88 (IH, s), 8.01- 
8.08 (4H, m), 12.50 (IH, br). 12.65 

(1H.8) 


135 


F-3 






3.87 (3H, s), 7.01 (IH, d, J = 16.2 
Hz), 7.66-7.88 (7H, m), 8.01-8.10 
(4H.m). 12.64 (IH. 8) 


136 


F-4 




H 


6.99 (IH, d, J= 15.9 Hz), 7.65-7.79 
(7H, m), 7.86 (IH, 8), 7.89 (IH, dd, 
J = 2.1 Hz, 8.7 Hz), 8.13 (IH, d, J = 
2.1Hz). 12.58 (1H.8) 
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G-1 

(^IXg) 

5 mmm i - is 2 ig-c-g-^ Litit-^^ma io ^ -/w 000 mo 

«St. 10%^-'7 v^l> A;^^ (0.55 g) Sr*Px.7K3^^H^Tt»iSj* Lfco 7 !> 
A^^^^^i^L, ^jyj|5r^l£fS*L. -^^;■g•^^(6)^Sr 1.05 g^fco 
iH NMR (DMSO-de, 6 ppm): 12.46 (bs, IH), 7.99 (d, 2H, J = 8.4 Hz), 7.37 (d, 
2H. J = 8.4 Hz), 4.95 (dd, IH, J = 9.0 Hz. 4.5 Hz), 3.45 (dd, IH, J = 14.4 Hz, 4.5 
10 Hz), 3.22 (dd, IH, J = 14.4 Hz, 9.0 Hz) 

(^2xm) 

'ft:-&ifel(6)(1.0 %)^i^:^^^l^i20 ml)*3 J;t>'*g^k:^2f- = >'U'(10 ml)t:i lOOX-X^IXi 

15 mt^\t±^'^-T\Z.^(D'^i^m^^tLo */Wj)?:^S^^^b#)(286mg), 2-T5/.4- 
{ 3', 4'-i/7/'U:*-n 7 J. ri/U) frV — )\y (212 mg) v^:^- ^ ^^(50 ml)lc ^ 
fyv':x(I21 ;t l)«r*B;t2f^ra lOOt-C^lPflftL^. ^JS^MJEtS* ^ 
$4r*7iK^'n'vhj/77^ - ('^dr•l^>'-fi^^3:^/^ ; 2 : 1) -C-JftSi X.XWL'^m 
(G-l) «r#:fc« 

20 »H NMR (DMSO-de, 6 ppm): 12.75 (s, IH). 12.11 (bs, IH). 8.08 (d. 2H, J = 8.2 
Hz). 7.93 - 8.01 (m, IH). 7.80 - 7.84 (m, IH), 7.80 (s. IH). 7.48 - 7.59 (m, IH). 
7.44 (d. 2H, J = 8.2 Hz), 5.01 (dd, IH, J = 8.8 Hz, 4.7 Hz), 3.48 (dd, IH, J = 14.0 
Hz. 4.7 Hz), 3.26 (dd, IH, J = 14.0 Hz, 8.8 Hz) 
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mmm 1 3 s 




3 6 &2 



2-T ? / -4- (3',4'.i;>7yV';^-n ^ai-yu) 9^ T y >- >'KO {-t !9 \Z 2-7 5 ^ -5- (5'- 

m NMR (DMS0-d6. 6 ppm): 12.81 (s. IH), 12.10 (bs, IH), 8.08 (d, 2H, J = 8.2 
Hz), 7.61 (s, IH). 7.43 (d, 2H. J = 8.2 Hz), 7.40 (d, IH, J = 4.1 Hz), 7.24 (d, IH, 
J = 4.1 Hz), 5.01 (dd. IH, J = 8.8 Hz, 4.4 Hz), 3.58 (dd, IH. J = 14.0 Hz, 4.4 Hz), 
10 3.25 (dd, IH, J = 14.0 Hz, 8.8 Hz) 

mM^i 13 9 



CI CI 




9 



EtO.O o 

O 
10 




H-l 



15 (f^ixm 

p.jhyu* yu^SS®&(3.0 g)Sri> n D7txyUi=>(30 inl)*3 J; I>*tg'ft:9^:t->'W(6 ml)U 
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g)Sr DMF(:i^j5?L, 7k?&T, H^miti- V J^iOAb mg) S:SPx.fc. MUX' ZQ 

D L-C'(b-g-!^(8)^ 1.06 g#;t. 

»H NMR(DMS0-d6, 6 ppm) 13.04 (bs, IH), 10.13 (s. IH). 8.30 (d, 2H. J = 8.4 
Hz), 8.22 (d, IH, J = 2.1 Hz), 8.07 (d. 2H. J = 8.4 Hz), 7.95 (dd. IH, J = 8.4 Hz, 
2.1 Hz), 7.95 (s, IH), 7.73 (d, IH. J = 8.4 Hz). 

10 

(^2Xig) 

t^i' h-ri^(2.0g) SrftSiti^^L. 85'tT?^^(1.3ml)S:?gT 30 
Bb'CXMHaimWl^lt^ Z(fC\^ll^n\.X. 40-45'C€:^%t>**SP> h x)3L^j\^^^^y 
r-Y K4.8ml)iS:iP;tit„ Sffi-C 90^^re3Ij«f'Ufc^. ai-x/W<Sr^)P x> :tfi)tL^ 
15 Jg^^r^iSLr-fk-^ifeKlO)?: 1.1 g #yt„ 

iH NMR(DMS0-d6, fi ppm) 10.91 (s, IH), 8.41 (s, IH), 4.76 (dd, IH, J = 14.7 
Hz. 1.2 Hz). 4.04 - 4.13 (m. 4H), 1.25 (t, 6H, J = 7.2 Hz). 

(^3Xg) 

^«?S:5tS?Lfc^, 'fb-a-ife(10)(l08mg)AP;ts Mm.X lO^^mWK.It^. it't^ 
(10)(159 mg)^1]VK.mm.XmWLit. ^^Sri^ilJS* U, « $ iSr ;< ^ 7 i ?) 

nm^vxit^^ (H-i) it^i^^s (h-d u e is^^tzi^om^mtvx 

25 E«s : 

iH NMR (DMS0-d6, 6 ppm): 12.81 (bs, IH), 10.76 (bs, IH), 10.46 (s, IH), 8.22 
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(d, IH, J = 2.4 Hz), 8.15 (d, 2H, J = 8.7 Hz), 7.95 (dd, IH, J = 8.7 Hz, 2.4 Hz). 
7.91 (s, IH), 7.78 (d, 2H, J = 8.7 Hz), 7.73 (d, IH. J = 8.7 Hz), 6.48 (s, IH). 

iH NMR (DMS0-d6. 6 ppm): 11.35 (bs. IH). 11.26 (bs. IH). 10.13 (s, IH). 8.22 
5 (d, IH, J = 2.4 Hz), 8. 10 (d, 2H. J = 9.0 Hz), 8.05 (d, 2H, J = 9.0 Hz), 7.95 (dd, IH, 
J = 8.7 Hz, 2.4 Hz), 7.91 (s, IH), 7.73 (d, IH, J = 8.7 Hz), 6.38 (s, IH). 

35 1 8 Lite 
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m 1 8 




mm 
»^ 




M 


T 


iH-NMR(6)ppm 
CDMSO d-6) 


140 


H-2 


NH 


S 


12.85 (bs, IH), 12.47 (bs, IH), 12.33 
(bs, IH), 8.22 (d, IH, J= 1.8 Hz), 
8.16 (d, 2H, J = 8.2 Hz), 7.91 - 7.97 
(m, 4H), 7.73 (d, IH, J = 8.5 Hz), 
0.54 (S, IH) 


141 


H-3 


CH2 


0 


12.88 (8, IH), 11.51 (s, IH), 8.21 (d, 
IH, J = 2.1 Hz), 8.20 (d, 2H, J = 9.3 
Hz), 7.95 (dd, IH, J = 8.1 Hz, 2.1 
Hz), 7.92(8, IH), 7.80 (d, 2H, J = 9.3 
Hz), 7.72 (d, IH, J = 8.1 Hz), 7.46 (t, 
IH, J = 2.1 Hz). 3.74 (d, IH, J = 2.1 
Hz) 


142 


H-4 


NMe 


0 


9.48 (bs, IH), 8.21 (s, IH), 8.19 (dd, 
4H, J = 13.2 Hz, 7.8 Hz), 7.94 (d, 
IH, J = 6.6 Hz), 7.89 (s, IH), 7.72 (d, 
IH, J = 8.1 Hz), 6.47 (8, IH), 2.71 (d, 
3H. J = 4.8 Hz) 


143 


H.5 


0 


S 


12.91 (8, IH), 8.21 - 8.24 (m, 3H), 
7.93 - 8.01 (m, 4H), 7.72 (d, IH, J = 
8.2Hz).6.57(8.lH) 
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mmm 144, 145 



CI 




1-2 



1 x^) 

/i'(0.2 ml)S:*Px: 1 f^Wfil^f Ufco Sft^JKSrf^TK-C;?' U■CB^fg^^^^^■Ctt 

^/U ; 4 : 1) X±^LXit^m (11) 5r 100 mg. -(k-a-'fe(12)«r 33 mg 
10 -fb-g-ifeXll) 

iH NMR(DMS0-d6, 6 ppm) 10.12 (s, IH), 8.22 (d. IH, J = 2.1 Hz), 8.07 (d, 2H, 
J = 8.1 Hz), 8.03 (s, IH), 7.97 (dd. IH, J = 8.1 Hz, 2.1 Hz), 7.89 (d, 2H, J = 8.4 
Hz), 7.72 (d. IH, J = 8.4 Hz). 3.63 (s, 3H). 
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iHNMR(CDCl3, 6 ppm) 10.16 (s, IH), 8.49 (d. 2H, J = 8.0 Hz), 7.97 (d, 2H, J = 

8.0 Hz), 7.61 (d, IH, J = 8.2 Hz), 7.55 (d, IH, J = 2.2 Hz), 7.27 (dd, IH, J = 8.2 Hz, 
2.2 Hz). 6.67 (8, IH). 3.78 (s, 3H). 

5 

'fl:'g''te»(ll)(84mg)s Dy=:>(32mg);£ b;Vx>(4ml)tCigA* Us IMtr^^'Ji^ 

> h;i/x>igM(20 DiJj:^ IM »K h>>l/X>^?S(20 u. l)^&*P^-I^Kji«t 

10 »H NMR(DMS0-d6. 6 ppm) 13.85 (bs, IH), 8.21(d, IH, J = 1.8 Hz), 8.003 (s. 
IH), 7.97 (dd, IH, J = 8.7 Hz, 2.1 Hz), 7.83 (d, 2H, J = 8.1 Hz). 7.76 (d, 2H, J = 

8.1 Hz), 7.72 (s, IH). 7.71 (d, IH, J = 8.7 Hz), 3.65 (s. 3H). 
'ft:-&<l«!)(12)(42mg), o4^x>(16mg)?£ h;i/X>(2ml)Cj§*» ts V 

> h;i/x>^tS(io fx\)^^Vf- iM g^^ h;vx>j^|g(io tx i)$*n;t 2 ^F^)§$!i 

15 iPffUb/ho ?^ai^*fiEUfcig^=Sr««lbs 'fb^1^(I-2)4 36mgltit„ 

iH NMR(DMS0.d6, 6 ppm) 13.90 (bs, IH). 8.36 (d, 2H, J = 8.5 Hz), 7.93 (d, IH, 
J = 1.9 Hz), 7.83 (d, IH, J = 8.2 Hz), 7.72 (d, 2H, J = 8.5 Hz), 7.70 (s, IH), 7.62 
(dd, IH. J = 8.2 Hz, 1.9 Hz), 3.75 (s, 3H). 
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iH NMR (DMS0-d6, 6 ppm): 8.20 (d, 2H, J = 8.5 Hz), 7.98 (s, 4H). 7.74 (s. IH), 
7.64 (d, 2H. J = 8.5 Hz), 7.22 (s, IH). 

^t^^d'l)^ 1 ^ft©/5»'tty-yT»4'lPLT^t-&ifei(J-2)Sr#^, 
10 >H NMR (DMS0-d6, 6 ppm): 13.92 (bs, IH), 12.98 (s, IH), 8.25 (d, 2H, J = 8.4 
Hz), 8.01 • 8.10 (m, 4H), 7.92 (s, IH), 7.77 (d, 2H, J = 8.4 Hz), 7.71 (s, IH). . 

2 ^Sf^d^-tty-^Z-eeflP u-C'(k-&'fe(i-3)*r#fco 

iH NMR (DMSO-de, 6 ppm): 8.20 (d, 2H, J = 8.1 Hz). 7.93 (dd, 4H, J = 11.4 Hz, 
8.4 Hz), 7.71 (s, IH), 7.61 (d, 2H, J = 8.1 Hz), 7.21 (s, IH). 

15 

nmm 149 




K-1 



m 1 

20 1 - m2J:mX''^f&Liti\^'^^(3)(10e)^ tert->^iJ' y-/W(200ml)*3J; 

V^i^:i-^->)-y(6e mDizmmt. h y ^ ^/^T 5 >(5.6 ml), t) ^SJT 
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Sr 4.41 g#:fc. 

iH NMR(DMS0-d6, 6 ppm) 12.50 (bs, IH). 9.78 (s, IH), 7.69 (8, IH), 7.61 (d, 
5 2H, J = 9.0 Hz), 7.51 (d. 2H, J = 9.0 Hz), 1.49 (s, 9H). 

(^2XS) 

it^^in)(3.15 g)Sr h V 7yt':tni1fM(l5 ml){i:^«?t. 15 ^m^iB.-CmWV 

10 (14)iS: 2.10 g#fc. 

iH NMR(DMS0-d6, 6 ppm) 12.29 (bs, IH), 7.60 (s. IH), 7.29 (d, 2H, J = 8.7 Hz), 
6.67 (d, 2H, J = 8.7 Hz). 

15 -(b-&!S!!i(14)(220mg)5r v':*-''r-9-^(50ml)(C^«?U,t° y i^>'(121 l)Mit4-n- 
>^^/i'^.i.#Sfe(187 <i DSrAPx.. Sat? 3 ^FflSi^ L^to ^jK$:i^EE?S* U, gl 
/-/W(6ml)s 7K(2ml)S:JDx.^A£U)t^SSrJia«iJ Lfco ^^'/-/W-CS 
i^ii LX^k-a-i^CK-l)^ 232 mg'#fco 

iH NMR(DMS0.d6, « ppm) 12.56 (bs, IH), 10.47 (s, IH), 7.75 (s, IH), 7.78 (d, 
20 2H, J = 8.7 Hz), 7.63 (d, 2H, J = 8.7 Hz), 2.67 (t, 2H, J = 7.5 Hz), 1.59 (quant, 2H, 
J = 7.5 Hz), 1.32 (sexth, 2H, J = 7.2 Hz), 0.91 (t, 3H, J = 7.5 Hz) 

±fB©R)c£;^:l^«(o5^^^>Sr^TV^, -fk'g-!fei(K-2)~(K-29)S:'&fiKLys:. ^mu^^ 

^1 9~ 2 2 kCTfi i^itc 

25 
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m 1 9 








X 


T 


iH-NMR (8) ppm 
(DMSO d-6) 


150 


K-2 




0 


12.56 (bs, IH), 10.73 (s, IH), 8.61 (s, 
IH), 8.01 - 8.12 (m, 6H), 7.78 (s. IH), 
7.63 - 7.69 (m, 4H) 


151 


K-3 




0 


10.35 (s, IH), 7.95 (d, 2H, J = 8.8 Hz), 
7.75 (s, IH), 8.52-7.75 (m, 4H), 7.08 (d, 
IH, J = 8.2 Hz), 6.15 (8, 2H) 


152 


K-4 




0 


12.55 (bs, IH), 10.39 (e, IH), 7.98 (d, 
2H. J = 8.9 Hz), 7.96 (d, 2H, J = 8.9 
Hz), 7.75 (s, IH), 7.59 (d, 2H. J = 8.9 
Hz), 7.32 - 7.50 (m, 5H), 7.16 (d, 2H, J 
= 8.9 Hz). 8.22 (8, 2H) 


153 


K-5 




0 


12.56 (bs, IH), 10.59 (s, IH), 8.08 (d, 
2H. J = 8.5 Hz), 7.86 (d, 2H, J = 8.2 
Hz), 7.76 - 7.79 (m, 2H), 7.76 (s, IH), 
7.62 (d, 2H, J = 8.8 Hz). 7.50 - 7.55 (m. 
2H), 7.41 - 7.46 (m. IH) 


154 


K-6 


n-Hex-^— 


0 


12.56 (bs. IH), 10.47 (s, IH), 7.97 (d, 
2H, J = 9.0 Hz), 7.89 (d, 2H, J = 8.1 
Hz). 7.76 (8, IH), 7.63 (d, 2H, J = 9.0 
Hz), 7.35 (d, 2H, J = 8.1 Hz), 2.66 (t, 
2H, J = 7.2 Hz), 1.60 (quant, 2H. J = 
7.2 Hz), 1.29 (bs, 6H), 0.84 - 0.88 (m, 
3H) 


155 


K-7 




0 


12.55 (bs, IH), 10.38 (s, IH), 7.96 (d, 
4H, J = 9.0 Hz). 7.75 (s, IH). 7.69 (d, 
2H. J = 9.0 Hz), 7.06 (d, 2H, J = 9.0 
rvL)f 4.1^ v,Q; ^rii 0 — D.i7 HZ;, x.oo v*^ 
3H. J = 6.9 Hz) 


156 


K-8 




0 


12.56 (bs, IH), 10.46 (s, IH), 7.97 (d, 
2H, J = 8.7 Hz), 7.89 (d, 2H, J = 8.4 
Hz), 7.75 (s. IH), 7.60 (d, 2H, J = 8.4 
Hz), 7.36 (d. , 2H, J = 8.7 Hz), 2.66 (t, 
2H, J = 7.2 Hz), 1.58 • 1.62 (m, 2H), 
1,24 - 1.27 (m. 8H). 0.83 -0.88 (m, 3H) 


157 


K-9 


Me 

^^-^)- 


0 


12.55 (bs, IH). 10.42 (s, IH). 7.97 (d. 
2H, J = 8.7 Hz), 7.70 - 7.76 (m, 3H), 
7.60 (d, 2H, J = 8.7 Hz), 7.30 (d, 2H, J = 
8.1 Hz), 2.32 (8, IH), 2.31 (s, IH) 


158 


K-10 




0 
_° 


12.55 (bs, IH), 10.75 (s, IH), 8.17 (d, 
2H, J = 8.0 Hz), 7.97 (d, 2H, J = 8.8 
Hz), 7.93 (t, IH, J = 8.0 Hz), 7.76 (s, 
lH).7.63(d,2H, J = 8.8Hz) 
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a2 0 



#^ 




X 


T 


iH-NMR(5)ppm 
(UMbU d-b) 


159 


K-ll 




0 


12.56 (bs» IH), 10.47 (s, IH), 7.97 (d. 
2H, J = 9.0 Hz), 7.90 (d, 2H, J = 8.4 
Hz), 7.76 (s, IH), 7.60 (d, 2H, J = 9.0 
Hz), 7.57 (d, 2H, J = 8.4 Hz), 1.33 (s. 


160 


K-12 


0- 

CI 


0 


12.57 (bs, IH), 10.69 (s, IH), 7.99 (d, 
2H, J = 2.1 Hz), 7.94 (d, 2H, J = 9.0 
Hz). 7.89 (t, IH. J = 1.8 Hz), 7.76 (s, 
lH),7.63(d, 2H. J = 9.0 Hz) 


161 


K-13 




0 


12.55 (bs, IH), 10.46 (s, IH), 7.97 (d, 
2H, J = 8.8 Hz), 7.90 (d, 2H, J = 8.1 
Hz), 7.76 (s, IH), 7.50 (d, 2H. J = 8.8 
Hz), 7.38 (d, 2H, J = 8.1 Hz), 2.69 (q, 
2H. J = 7.7 Hz), 1.22 (t, 3H, J = 7.7 Hz) 


162 


K-14 




0 


12.59 (bs, IH), 10.67 (s, IH). 8.23 (d, 
IH, J = 2.1 Hz), 7.95 (d, IH, J = 8.4 
Hz), 7.94 (d, 2H, J = 8.4 Hz), 7.84 (d, 
2H, J = 8.4 Hz), 7.76 (s, IH), 7.62 (d, 
IH, J = 9.0 Hz) 


163 


K-15 




0 


12.55 (bs, IH), 10.45 (s, IH), 7.97 (d, 
2H, J = 8.7 Hz), 7.89 (d. 2H, J = 8.4 
Hz), 7.75(8, IH), 7.60 (d, 2H, J = 8.7 
Hz), 7.35 (d, IH, J = 8.4 Hz), 2.37 (s, 
3H) 


1fi4 


K-16 


Me 
\>- 


s 


13.79 (bs. IH), 10.53 (s, IH), 7.98 (d, 
2H, J = 8.8 Hz), 7.74 - 7.78 (m, 2H), 
7.62 (d, 2H, J = 8.8 Hz), 7.61 (s, IH), 
7.24 - 7.44 (m. 2H), 2.41 (s, 3H) 


165 


K-17 


t-Bu 
HO-O- 
t-Bu 


s 


13.79 (bs, IH), 10.36 (s, IH), 7.93 (d, 
2H, J = 8.7 Hz), 7.68 (s, IH), 7.60 (d, 
2H, J = 8.7 Hz), 7.59 (d, IH, J = 6.9 
Hz), 5.75 (s. IH). 1.44 (s. IH) 


166 


K-18 


t-Bu-O- 

xLJy 


s 


10.50 (8, IH), 7.98 (d, 2H, J = 8.7 Hz), 
7.90 (d, 2H, J = 8.7 Hz). 7.61 (d, 2H, J = 
ft 7 Ht"> 7 fV^ (A 9H .T = ft 5 Hz^ 7 55 

(S.1H). 1.33 (8, 9H) 


167 


K-19 




s 


13.79 (bs, IH), 10.62 (s, IH), 8.09 (d, 
2H, J = 8.5 Hz), 7.86 (d, 2H, J = 8.5 
Hz), 7.77 (d, 2H, J = 8.5 Hz), 7.63 (d, 
2H, J = 8.5 Hz), 7.62 (s, IH), 7.50 • 7.56 
(m. 2H), 7.41 . 7.46 (m, IH) 


168 


K-20 




s 


13.81 (bs, IH), 10.77 (s, IH), 8.61 (s, 
IH), 8.02 - 8.13 (m, 6H), 7.63 - 7.68 (m, 
5H) 
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U2 1 



#^ 




X 


T 


»H-NMR(5)ppm 
(DMSO d-6) 


169 


K-21 




S 


13.79 (bs, IH), 10.39 (s, IH), 7.97 (d, 
2H. J = 8.8 Hz), 7.61 (s. IH), 7.60 (d, 
2H, J = 8.8 Hz), 7.59 (d, IH, J = 9.9 
Hz), 7.53 (d, IH, J = 1.8 Hz), 7.07 (d, 
IH. J = 8.2Hz).6.15(8,2H) 


170 


K.22 




S 


13.79 (s, IH), 10.49 (s, IH), 7.99 (d, 2H, 
J = 8.8 Hz), 7.91 (d, 2H, J = 8.2 Hz), 
7.61 (d, 2H, J = 8.8 Hz), 7.61 (s, IH), 
7.38 (d, 2H, J = 8.2 Hz), 2.70 (q, 2H, J = 
7.4 Hz), 1.22 (t, 3H, J = 7.4 Hz) 


171 


K-23 




S 


13.79 (bs, IH), 10.49 (s, IH), 7.99 (d, 
2H, J = 8.8 Hz), 7.89 (d, 2H, J = 8.2 
Hz), 7.61 (d, 2H, J = 8.8 Hz), 7.61 (s, 
IH), 7.37 (d, , 2H, J = 8.2 Hz), 2.37 (t, 
2H, J = 7.4 Hz), 1.57 - 1.64 (m, 2H), 
1.26 - 1.38 (m, 2H), 0.91 (t, 3H, J = 7.1 
Hz) 


172 


K-24 




S 


13.80 (bs, IH), 10.79 (s, IH), 8.17 (d, 
2H, J = 8.4 Hz), 7.99 (d, 2H, J = 8.7 
Hz), 7.94 (d, 2H, J = 8.4 Hz), 7.64 (d. 
in, d — 0.7 ilz), 7.bo (s, In; 


173 


K-25 


CI 


S 


18.80 (bs, IH), 10.71 (s, IH), 7.99 (d, 
2H, J = 1.6 Hz), 7.95 (d, 2H, J = 8.5 
Hz), 7.89 (t, IH, J = 1.9 Hz), 7.63 (d, 
2H, J = 8.5 Hz). 7.61(8, IH), 


174 


K-26 




S 


13.78 (bs, IH), 10.48 (s, IH), 7.98 (d, 
2H, J = 9.0 Hz), 7.89 (d, 2H, J = 8.1 
Hz), 7.61 (d, 2H, J = 9.0 Hz), 7.61 (a, 
IH), 7.36 (d, 2H, J = 8.1 Hz), 2.40 (s, 
3H) 
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^2 2 



Ls' H T 







X 


T 


iH-NMR (8) ppm 
(DMSO d-6) 


175 


K-27 




0 


12.57 (bs, IH), 10.88 (s, IH), 8.53 (s, 
IH), 8.15 - 8.19 (m, 2H), 8.07 (d, 2H, J 
= 8.8 Hz), 7.78 (8, IH). 7.65 (d, 2H, J = 
8.8 Hz). 7.50 - 7.55 (m. 2H). 7.40 - 7.45 
(m, IH) 


176 


K-28 




0 


12.58 (bs, IH), 10.91 (s, IH). 8.69 (s, 
IH), 8.48 (d, IH, J = 1.9 Hz), 8.15 (dd, 
IH, J = 8.8 Hz, 1.9 Hz), 8.04 (d, 2H, J 
= 8.8 Hz). 7.78 (d, IH, J = 8.8 Hz), 
7.76 (e, IH), 7.64 (d. IH, J = 8.8 Hz) 


177 


K-29 


ci-Q- 


s 


13.82 (bs, IH), 10.95 (s, IH), 8.72 (s, 
IH). 8.50 (d, IH, J = 1.9 Hz), 8.16 (dd, 
IH. J = 8.5 Hz, 1.9 Hz), 8.08 (d, 2H, J 
= 8.8 Hz). 7.80 (d, IH, J = 8,5 Hz), 
7.67 (d, IH. J= 8.8 Hz). 7.68 (s, IH) 
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nmm i ? s 




m 1 nig) 

5 ||«|0IJ 1 4 9 1 lS'C'g'^Lfc'fk^«5(13)(1.7g) S: V(200 ml){C 

^^5r5iSL, ^ii^Sri^ffifS^b, 'ft:^i^(15)4: 1.39 g#fc, 
JH NMR (CDCh, 6 ppm): 8.38 (s, IH), 7.32 (d. 2H, J = 8.4 Hz). 7.26 (s, IH), 
7.15 (d, 2H. J = 8.4 Hz). 6.54 (s, IH). 4.50 (dd, IH, J = 9.3 Hz, 3.9 Hz), 3.46 (dd, 
10 IH, J = 14.4 Hz, 3.9 Hz), 3.22 (dd, IH, J = 14.4 Hz, 9.3 Hz), 1.52 (s. 9H). 

'(b'&'Ki(15)(4.23 e)i:Mit/'f^>(20 m\)^XXJ^h V 7yU:tD»ife(10 mV)iC^ 

15 /u<t !3 ife^B^k LT, 'lb'&^fe)(16)^^ 3.8 g#/5:p 

iH NMR(DMS0-d6, 8 ppm) 7.25 (d, 2H, J = 8.4 Hz), 7.09 (d, 2H, J = 8.4 Hz). 
4.90 (dd, IH, J = 8.7 Hz, 4.5 Hz), 4.35 (dd, IH, J = 14.4 Hz, 4.5 Hz). 3.12 (dd. IH, 
J = 14.4 Hz, 8.7 Hz). 
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it'^ma6)(220mg)^iy:t^-i)->i50m\)\z^m U, t° y v^>'(121 n DMit 3,5- 
(L-l)i 103 mg#fco 

iH NMR(DMS0-d6, 6 ppm) 12.02 (bs, IH), 10.41 (s, IH), 7.97 (d, 2H, J = 1.9 
Hz), 7.87 (t, IH, J = 1.9 Hz), 7.69 (d, 2H, J = 8.5 Hz), 7.24 (d, 2H, J = 8.5 Hz), 
4.91 (dd. IH, J = 8.8 Hz, 4.4 Hz), 3.36 (dd, IH, J = 14.3 Hz, 4.4 Hz). 3.12 (dd, IH, 
J = 14.3 Hz. 8.8 Hz) 

iieooSJCi ls]«roSl£:Srtf '(k'a-'fe(L-2)~(L-3)4r^A!c mmUW:^ 
^23 Lfco 
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^2 3 




H T 



#^ 




X 


T 


iH-NMR(5)ppm 
(DMSOd-6) 


179 


L-2 


F3C-Q- 


0 


12 04 (lic! 1TT> 10 47 Cs IH) 8 14 Cd 
2H, J = 8.2 Hz), 7.92 (d, 2H, J = 8.2 
Hz), 7.72 (d, 2H, J = 8.5 Hz), 7.25 (d, 
2H, J = 8.5 Hz), 4.92 (dd, IH, J = 8.9 
Hz, 4.4 Hz), 3.36 (dd, IH, J = 14.4 Hz, 
4.4 Hz), 3.12 (dd, IH, J = 14.4 Hz, 8.9 
Hz) 


180 


L-3 




0 


12.05 (bs, IH), 10.56 (s, IH), 7.86 (d, 
2H. J = 8.4 Hz), 7.71 (d, 2H, J = 8.7 
Hz), 7.34 (d, 2H, J = 8.7 Hz), 7.22 (d, 
2H, J = 8.4 Hz), 4.91 (dd, IH, J = 9.0 
Hz, 4.5 Hz), 3.34 (dd, IH, J = 13.8 Hz, 
4.5 Hz), 3.10 (dd, IH, J = 13.8 Hz, 9.0 
Hz), 2.66 (t, 2H, J = 7.5 Hz), 1.58 
(quant, 2H, J = 8.1 Hz), 1.26 • 1.37 (m, 
2H).0.91(t3H. J = 7.5Hz) 
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mmm i 8 i 




o 



O s 



NH 



H H 




s 



NH 



S 



M-1 



(^ixg) 

Lito DMF -eHISa^B LT'ft:'&#)(M-l)?^r 104mg#fCo 

iH NMR (DMS0-d6, 6 ppm): 13.91 (bs, IH), 12.49 (s, IH), 11.83 (s, IH). 8.07 • 
8.12 (m, 3H), 7.63 - 7.76 (m, 5H). 



Me:>^-'l'. Et:ac^/U, nPr: n - 7' o fyw, iPi:^ y ^ Ji' , nBuin-^^/l'. 
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dil:i^3— K. diMe:i^;^ '^-'V^. thiophene:f-:*- 7 * thienyl:^^: zi/u, 
Py:t° V -yjV^ pyridine: t° y v^V, pyridinium: t° y -y—'0 2>., Quinoline:# / y 
V, Benzodioxole:^>y v';t=^r y>--'W, pyrazinyl: t°9 v'=•/^^ pyrtolyl: t° o y 
pyrrole: b* o —/W, oxide ::;*■ =^ v" K. indole :'< K — /^^ imidazolyl:'!' 5 ^ 
5 y y yu, morpholino:-=e>'l'd^ y / , piperazinyl: t*-^ 9 = furyl: 7 y yU.furan: 
yy^, thiazolyl:'f-7' y y /I', benzodioxin:'<>- ^ i^3^^r *3 J; 
benzo(blfuran:'< >' V [ b ] 7 9:^ 

({k-g-tl No: R6, R', M, T) = (N-1: Ph, Me, S, S). (N-3: 4.Br-Ph, Me, S. S), (N- 
4: 4-Me-Ph, Me. S, S), (N-S: 4-Ph-Ph. Me, S, S), (N-6: 4-OMe-Ph, Me, S, S), 

10 (N-7: 4.tBu-Ph, Me, S, S). (N-8: 4-COOMe-Ph, Me, S, S), (N.9: 4-Pen.Ph, Me, S. 
S), (N-10: 4.N02-Ph, Me, S. S), (N-11: 6-Cl.thiophene.2.yl, Me, S, S), (N.12: 
3-Thienyl, Me. S, S). (N-IS: 2.Py. Me, S, S).(N-14: 3-Py, Me. S, S). (N-15: 4-Py. 
Me, S, S), (N-16: 3,4-diF.Ph, Me, S, S), (N-17: 5-Br.thiophene-2-yl, Me, S, S), 
(N-18: 4-CONH2-Ph. Me, S, S), (N-19: 4-C0N(Me)H-Ph, Me, S, S). (N-20: 4- 

15 C0N(Me)2-Ph, Me, S, S), (N-21: 4-iPrOC(=0)-Ph. Me, S. S). (N-22: 4- 
nBuOC(=0)-Ph, Me, S, S), (N.23: S-Me-pyridine-S-yl. Me, S, S). (N-24: 
Quinoline.3-yl, Me, S, S), (N-25: 4.NH2-Ph, Me, S, S), (N-26: 4.N(Ac)H-Ph. Me, 
S. S), (N-27: 4-OH-Ph, Me, S, S), (N-28: 3,4-di(OH)2-Ph, Me, S, S), (N-29: 3.4- 
di(NH2)-Ph, Me, S, S), (N-30: 3:4.[N(Ac)H]2-Ph, Me, S. S). (N.31: 4-SH-Pli, Me, 

20 S, S), (N.32: 4-SMe-Ph, Me. S, S). (N-33: 3.4.diBr.Ph. Me, S, S), (N-34: 4- 
N(Me)H-Ph, Me, S, S), (N-35: 4-N(Me)2.Ph, Me, S, S), (N-36: 4-N(Me)3+-Pli, Me, 
S, S), (N-37: 4.Et.Ph, Me, S, S), (N-38: 4-iPr-Ph, Me. S, S). (N-39: 4-nPr-Ph, Me, 
S, S), (N-40: 4-nBu-Ph, Me, S, S), (N.41: 4.iBu-Ph, Me, S, S), (N-42: 3,4- 
diMe-Ph. Me, S. S), (N-43: l,3-Benzodioxole.5-yl, Me, S. S). (N-44: N-Me- 

25 pyridinium-4-yl. Me, S, S), (N-45: N-Me-pyridinium-3-yl, Me, S, S), (N-46: 5- 
Me-Pyridine-2-yl, Me, S, S), (N-47: 2-Pyra2inyl, Me, S, S), (N-48: 3-Pyrrolyl, 
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Me, S, S), (N.49: l-Me-pyrrole-S-yl, Me, S, S), (N-50: Pyridine N-oxide-4-yl, Me, 
S, S). (N-51: Pyridine N-oxide-3-yl, Me. S, S), (N.52: 6-OH-pyridine-3-yl, Me. S, 
S). (N-53: 6-SH-pyridine-3-yl, Me. S, S), (N-54: l-Ac-pyrrole-3-yl, Me. S, S), 
(N-55: 4-CF3-Ph, Me. S, S), (N-56: 4.CN.Ph, Me, S, S), (N-57: 4-CHO-Ph, Me, S, 
5 S), (N.58: 3-Cl-Ph, Me. S, S). (N-69: 3-Br.Ph, Me, S, S), (N-60: 3-F-Ph, Me, S, S), 
(N-61: 3.1-Ph, Me, S, S), (N.62: 4-I-Ph, Me, S, S), (N-63: 4.0CF3-Ph, Me, S, S). 
(N-64: 3,4-diI-Ph. Me, S, S), (N-65: Indole-S-yl, Me, S. S), (N-66: 1-Ac-indole- 
6-yl, Me, S, S), (N-67: l-Me-indole-S-yl, Me, S, S), (N-68: 4-(Mmidazolyl).Ph, 
Me, S, S), (N-69: 4-Morphorino-Ph, Me. S, S), (N-70: 4-(l.Piperazinyl)-Ph, Me, 

10 S. S), (N-71: 2:5.diMe-thiophene-3-yl. Me, S, S). (N-72: 2-Furyl, Me, S, S), 
(N.73: 5-Me-furan-2.yl, Me. S, S). (N-74: 5-Me-furan-2-yl. Me. S, S), (N.75: 2- 
Thiazolyl, Me, S, S), (N-76: l:4-Ben2odioxin-6-yl, Me, S, S), (N-77: 
Benzo[b]furan-2-yl, Me. S, S). (N-78: 4.NH2CH2-Ph. Me, S, S), (N-79: 4- 
N(Me)HCH2-Ph, Me, S, S), (N-80; 4-N(Me)2CH2-Ph, Me, S, S), (N-81: 6-Cl- 

15 pyridine-3-yl, Me, S, S), (N.82: 5,6-diCl-pyridine-3-yl, Me, S, S), (N.83: 5-Cl- 
pyridine.2.yl, Me. S. S), (N-84: 4:5-diCl-pyridine-2.yl, Me. S, S), (N-SS: 4- 
C1CH2-Bn, Me, S, S), (N.86: Bn, Me, S, S), (N-87: 4.Cl.Bn, Me, S, S). (N-88: 
4-Br-Bn. Me, S, S), (N-89: 4-F-Bn, Me, S, S), (N-90: 3,4-diCl-Bn, Me, S, S), 
(N-91: 3,4.diBr-Bn, Me, S, S). (N-92: 3,4-diF-Bn, Me. S. S). (N-93: 4-Cl-Bz. Me, 

20 S, S). (N.94: 3.4-diCl-Bz, Me, S, S), (N-95: 4.Br-Bz, Me. S, S), (N.96: 3,4- 
diBr-Bz. Me, S, S), (N-97: 4-F-Bz, Me, S. S), (N-98: 3,4-diF-Bz, Me. S. S). (N- 
99: 4-N02-Bn. Me, S, S), (N-lOO: 4-CN.Bn, Me, S, S), (N-lOl: Ph, Et, S, S), 
(N-102: 4-F-Ph, Et, S, S), (N.103: 4.Br.Ph, Et, S, S), (N.104: 4.Me-Ph, Et, S, S). 
(N.105: 4.Ph-Ph. Et, S. S), (N-IOS: 4-OMe-Ph, Et. S. S). (N-107: 4-tBu-Ph, Et, S, 

25 S). (N-108: 4-COOMe-Ph, Et, S, S), (N-109: 4.Pen-Ph, Et, S, S), (N-110: 4- 
N02-Ph, Et. S. S), (N-111: 5-Cl-thiophene-2.yl, Et, S, S). (N-112: 3-Thienyl, Et, 
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S, S), (N-113: 2-Py. Et, S. S), (N.114: 3-Py, Et, S, S), (N-llS: 4.Py, Et, S, S), 
(N-116: 3,4-diF-Ph, Et, S, S), (N.117: 5-Br-thiophene-2-yl. Et, S, S), (N-118: 
4-CONH2-Ph, Et, S, S), (N-119: 4-C0N(Me)H-Ph, Et, S, S). (N-120: 4- 
C0N(Me)2-Ph, Et, S, S), (N-121: 4-iPrOC(=0)-Ph, Et, S, S). (N.122: 4- 

5 nBuOC(=0)-Ph, Et, S, S), (N-123: 6-Me-pyridine-3-yl, Et, S, S), (N-124: 
Quinoline-3-yl, Et, S, S), (N-125: 4-NH2-Ph, Et, S, S), (N-126: 4-N(Ac)H-Ph, Et, 
S. S), (N-127: 4-OH-Ph, Et, S, S), (N-128: 3,4-di(OH)2-Ph, Et. S, S), (N-129: 
3,4-di(NH2)-Ph, Et, S, S), (N-130: 3:4-[N(Ac)H]2-Ph, Et, S, S), (N.131: 4.SH.Ph, 
Et, S, S), (N-132: 4-SMe-Ph, Et, S. S), (N.133: 3,4-diBr.Ph, Et, S, S), (N-134: 

10 4-N(Me)H-Ph, Et, S, S), (N-135: 4-N(Me)2-Ph, Et. S. S). (N-136: 4-N(Me)3+-Ph. 
Et, S, S). (N.137: 4-Et.Ph, Et, S, S), (N.138: 4-iPr-Ph, Et, S, S), (N-139: 4- 
nPr-Ph, Et, S, S), (N-140: 4-nBu.Ph. Et, S, S). (N-141: 4-iBu-Ph. Et, S, S), 
(N.142: 3,4-diMe-Ph. Et. S, S), (N.143: l,3-Benzodioxole-5-yl, Et, S, S), (N-144: 
N-Me-pyridinium.4-yl, Et, S, S), (N-145: N-Me-pyridinium-3-yl, Et, S, S), (N- 

15 146: 5-Me.Pyridine-2.yl, Et. S, S), (N-147: 2-Pyrazinyl, Et, S, S). (N-US: 3- 
Pyrrolyl, Et. S. S). (N-149: l.Me-pyrrole-3-yl. Et, S. S), (N-150: Pyridine N- 
oxide-4.yl. Et, S, S), (N.151: Pyridine N-oxide-3-yl, Et, S, S), (N-152: 6-OH- 
pyridine-3-yl, Et, S, S), (N-I53: 6-SH-pyridine-3-yl, Et, S, S), (N-I54: l-Ac- 
pyrrole-3.yl, Et, S, S), (N.155: 4.CF3-Ph, Et, S, S), (N-156: 4-CN-Ph, Et. S, S). 

20 (N-157: 4-CHO-Ph, Et, S, S), (N-158: 3-Cl-Ph, Et, S, S), (N-159: 3-Br-Ph, Et, S, 
S), (N-160: 3-F-Ph. Et, S, S), (N-161: 3-I-Ph, Et. S. S). (N-162: 4-I-Ph. Et. S, S), 
(N-163: 4-OCF3-Ph. Et, S, S), (N-164: 3,4.diI-Ph, Et. S, S), (N-165: Indole-6-yl, 
Et. S, S), (N-166: l-Ac-indole-6-yl, Et, S, S), (N-167: l-Me-iDdole-6-yl, Et, S, S), 
(N-168: 4.(l-Imidazolyl)-Ph, Et, S, S), (N-169: 4-Morphorino-Ph, Et, S, S), 

25 (N-170: 4-(l-Piperazinyl)-Ph, Et, S, S). (N.171: 2:5-diMe-thiophene-3-yl. Et, S. 
S), (N.172: 2.Furyl. Et. S. S). (N.173: 5-Me-furan-2-yl. Et, S, S), (N-174: 5- 
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Me-furan-2-yl, Et, S, S), (N.175: 2-Thiazolyl. Et, S, S), (N-176: 1:4- 
Benzodioxin-6-yl, Et, S, S), (N-177: Ben2o[b]furan-2-yl. Et, S, S), (N-178: 4- 
NHzCHs-Ph, Et, S, S), (N-179: 4.N(Me)HCH2-Ph, Et. S, S). (N-180: 4. 
N(Me)2CH2-Ph, Et, S, S), (N-181: 6-Cl-pyridme-3-yl, Et, S, S), (N-182: 5.6- 
5 diCI-pyridine-3-yl, Et, S, S), (N-183: 5-Cl-pyridine-2.yl, Et, S, S), (N-184: 
4:5-diCl-pyridine-2.yl, Et, S, S), (N-185: 4-ClCH2-Bn, Et, S, S), (N-186: Bn, Et. 
S, S). (N-187: 4-Cl-Bn, Et, S, S). (N.188: 4-Br-Bn. Et, S. S). (N-189: 4-F-Bn, Et. 
S, S), (N-190: 3.4-diCl-Bn. Et, S. S), (N-191: 3,4.diBr.Bn. Et. S. S). (N-192: 
3.4-diF-Bn. Et, S. S), (N-193: 4.CI-Bz, Et, S, S). (N-194: 8.4-diCl.Bz, Et. S, S), 
10 (N-195: 4-Br-Bz. Et. S. S), (N-196: 3.4-diBr-Bz, Et, S, S), (N-197: 4-F-Bz, Et, S, 
S), (N-198: 3,4-diF-Bz. Et, S. S). (N-199: 4-N02-Bn. Et, S, S), (N-200: 4-CN-Bd, 
Et, S, S), (N-201: Ph. COOMe. S, S). (N-203: 4.Br-Ph, COOMe. S, S). (N-204: 

4. Me-Ph, COOMe. S, S). (N-205: 4.Ph.Ph. COOMe. S, S), (N.206: 4-OMe-Ph, 
COOMe. S, S). (N-207: 4-tBu-Ph, COOMe, S, S). (N-208; 4-COOMe-Ph, COOMe, 

15 S, S). (N-209: 4-Pen-Ph, COOMe. S, S), (N-210: 4-N02-Ph. COOMe, S. S), (N- 
211: 5-Cl-thiophene-2-yl. COOMe. S. S), (N-212: 3-Thienyl, COOMe, S, S). 
(N-213: 2.Py, COOMe. S, S). (N-214: 3-Py, COOMe. S, S). (N-215: 4-Py, COOMe, 

5. S), (N-216: 3,4-diF-Ph, COOMe, S, S), (N-217: 5-Br-thiophene-2-yl, COOMe, 
S, S). (N-218: 4-CONH2-Ph, COOMe. S. S), (N-219: 4-C0N(Me)H-Ph. COOMe, S. 

20 S). (N-220: 4-CON(Me)2-Ph. COOMe, S. S). (N-221: 4-iPrOC(=0)-Ph. COOMe, S, 
S), (N.222: 4-nBuOC(=0)-Ph. COOMe, S. S), (N.223: 6-Me-pyndine-3-yl, 
COOMe, S, S), (N-224: Quinoline-3-yl, COOMe, S, S), (N-225: 4-NH2-PI1. 
COOMe, S, S), (N-226: 4-N(Ac)H-Ph, COOMe. S, S), (N-227: 4-OH-Ph, COOMe. 
S. S), (N-228: 3,4-di(OH)2-Ph. COOMe, S. S), (N-229: 3,4-di(NH2)-Ph. COOMe. 

25 S, S). (N.230: 3:4-[N(Ac)H]2-Ph, COOMe, S, S), (N-231: 4-SH-Ph, COOMe, S, S). 
(N-232: 4-SMe-Ph, COOMe. S, S). (N.233: 3,4.diBr-Ph. COOMe. S. S). (N-234: 
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4-N(Me)H-Ph, COOMe, S, S), (N-235: 4.N(Me)2-Ph, COOMe, S, S), (N-236: 4- 
N(Me)3+-Ph, COOMe, S, S), (N-237: 4.Et-Ph, COOMe, S, S). (N-238: 4.iPr-Ph, 
COOMe, S, S), (N.239: 4-nPr-Ph, COOMe, S, S), (N.240: 4-nBu-Ph, COOMe, S, 
S), (N-241: 4.iBu-Ph, COOMe, S, S). (N.242: 3,4.diMe-Ph, COOMe, S, S), (N- 
5 243; l,3-Benzodioxole-5-yl, COOMe, S, S), (N-244: N-Me-pyridiniuin-4-yl, 
COOMe, S, S), (N-245: N-Me-pyridinium-3-yl, COOMe, S, S). (N-246: 5-Me- 
Pyridine-2-yl. COOMe, S, S), (N-247: 2.Pyra2inyl, COOMe, S, S), (N.248: 3- 
Pyrrolyl, COOMe, S, S), (N-249: l-Me-pyrrole-3-yl. COOMe. S, S), (N-250: 
Pyridine N-oxide-4-yl, COOMe, S, S), (N-251: Pyridine N-oxide-3-yl, COOMe, S, 

10 S). (N-252: 6-OH-pyridine-3-yl, COOMe, S, S), (N-253: 6-SH.pyridine-3-yl, 
COOMe, S, S). (N-254: l-Ac-pyrrole-3-yl, COOMe, S, S), (N-255: 4-CF3-Ph, 
COOMe, S, S), (N-256: 4-CN-Ph, COOMe, S. S), (N.257: 4-CHO-Ph, COOMe. S. 
S), (N-258: 3-Cl-Ph, COOMe, S, S), (N-259: 3-Br-Ph. COOMe, S, S), (N-260: 3- 
F-Ph. COOMe, S, S), (N-261: 3-I.Ph, COOMe, S, S), (N-262: 4-I-Ph, COOMe. S, 

15 S), (N-263: 4.0CF3-Ph, COOMe, S, S), (N-264: 3,4-diI-Ph, COOMe. S, S), (N- 
265: Indole-6-yl, COOMe, S, S), (N.266: l-Ac-indole-6-yl, COOMe, S, S), (N- 
267: l-Me-indole-6-yl, COOMe, S, S), (N-268: 4.(l-Imidazolyl)-Ph, COOMe, S, 
S), (N-269: 4-Morphorino-Pli. COOMe, S, S), (N-270: 4-(l-Piperazinyl).Ph. 
COOMe, S, S), (N-271: 2:5-diMe.thiophene-3-yl, COOMe, S, S). (N-272: 2-Furyl, 

20 COOMe, S, S), (N-273: 5-Me-furan-2-yl, COOMe. S. S), (N-274: 5-Me-furan.2- 
yl, COOMe, S, S), (N-275: 2-Thiazolyl, COOMe, S, S), (N-276: 1:4- 
Benzodioxin-6-yl, COOMe, S, S), (N-277: Benzo[b]furan-2-yl, COOMe, S, S), 
(N-278: 4-NH2CHz-Ph, COOMe, S, S), (N-279: 4-N(Me)HCH2-Ph, COOMe. S, S). 
(N.280: 4-N(Me)2CH2-Ph, COOMe. S, S), (N-281: 6-Cl-pyridine-3-yl, COOMe, S, 

25 S), (N-282: 5,6-diCl-pyridine-3-yl, COOMe, S, S)', (N-283: 5-Cl-pyridine-2-yl, 
COOMe, S, S). (N-284: 4:5-diCl-pyridine-2-yl, COOMe, S. S), (N-285: 4- 
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C1CH2-Bn, COOMe, S. S). (N-286: Bn, COOMe, S. S), (N.287: 4-Cl.Bn, COOMe, 
S, S). (N-288: 4-Br-Bn, COOMe, S. S), (N-289: 4.F.Ba, COOMe, S, S), (N-290: 
3.4-diCl.Bn, COOMe, S. S), (N-291: 3,4-diBr-Bn, COOMe, S, S), (N.292: 3,4- 
diF-Bn, COOMe, S, S), (N-293: 4.C1-Bz, COOMe, S, S), (N-294: 3,4.diCl-Bz, 
5 COOMe, S, S), (N-295: 4.Br-Bz. COOMe. S. S), (N-296: 3,4.diBr-Bz, COOMe, S, 
S), (N-297: 4.F.Bz, COOMe, S, S), (N-298: 3,4-diF-Bz, COOMe, S, S), (N-299: 
4-N02-Bn, COOMe, S, S), (N.300: 4.CN-Bn, COOMe, S, S), (N-302: H, 4-F-Ph, S, 
S). (N-303: H, 4-Br-Ph, S, S), (N-304: H, 4-Me-Ph, S, S), (N.305: H, 4-Ph-Ph, S, 
S), (N-306: H, 4-OMe-Ph, S. S), (N-307: H, 4-tBu-Ph, S, S), (N-308: H, 4- 

10 COOMe-Ph, S, S), (N-309: H, 4-Pen-Ph, S, S), (N-310: H, 4-N02-Ph, S, S), (N- 
311: H. 5-Cl-thiophene-2.yl, S, S), (N-312: H, 3-Thienyl, S. S), (N-313: H, 2-Py. 
S, S), (N-314: H, 3-Py. S, S), (N.315: H, 4-Py, S, S). (N-316: H, 3,4-diF-Ph, S, S), 
(N-317: H, 5-Br.thiophene-2-yl, S, S), (N-318: H, 4-CONH2-Ph, S, S). (N-319: H, 
4-C0N(Me)H-Ph, S, S), (N-320: H, 4-CON(Me)2-Ph, S, S), (N.321: H, 4- 

15 iPrOC(=0)-Ph, S, S), (N-322: H, 4.nBuOC(=0)-Ph, S, S), (N-323: H. 6-Me- 
pyridine-3-yl, S, S), (N-324: H, Quinoline.3.yl, S, S), (N.325: H, 4-NH2-Ph, S, 
S), (N-326: H, 4-N(Ac)H.Ph, S, S). (N.327: H, 4.0H.Ph, S, S), (N-328: H, 3,4- 
di(0H)2-Ph, S, S). (N.329: H, 3,4-di(NH2)-Ph, S, S), (N-330: H, 3:4-[N(Ac)H]2- 
Ph, S, S). (N.331: H, 4.SH-Ph. S, S), (N-332: H, 4-SMe-Ph, S, S), (N-333: H, 

20 3,4-diBr-Ph, S, S), (N-334: H. 4.N(Me)H-Ph. S. S), (N-335: H, 4-N(Me)2-Ph, S, 
S), (N-336: H, 4.N(Me)3*-Ph, S, S), (N-337: H, 4-Et-Ph, S, S), (N-338: H, 4- 
iPr-Ph, S, S), (N.339: H, 4-nPr-Ph, S, S), (N-340: H, 4-nBu-Ph. S, S), (N-341: H, 
4-iBu-Ph. S, S), (N-342: H, 3,4-diMe-Ph, S, S), (N.343: H, l,3-Benzodioxole-5- 
yl, S, S), (N-344: H, N-Me-pyridimum-4-yl, S, S), (N-345: H, N-Me- 

25 pyridinimn-3-yl, S, S), (N-346: H, 5-Me-Pyridine-2-yl, S, S), (N-347: H, 2- 
Pyrazinyl, S, S). (N.348: H, 3-Pyrrolyl, S, S), (N-349: H, l-Me-pyrrole-3-yl, S, 
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S), (N-350: H, Pyridine N-oxide-4-yl, S, S), (N-351: H, Pyridine N-oxide-3-yl, S, 
S), (N-352: H, 6-OH.pyridine-3-yl, S. S), (N.353: H, 6-SH-pyridine-3-yl. S, S), 
(N.354: H. l-Ac-pyrrole-S-yl, S, S). (N.355: H, 4.CF3-Ph, S, S), (N-356: H. 4- 
CN-Ph, S, S), (N-357: H, 4.CH0-Ph, S. S). (N.358: H. 3-Cl-Ph. S. S), (N.359: H, 
5 3-Br.Ph, S, S), (N-360: H, S-F-Ph. S. S), (N-361: H, 3-I-Ph, S. S). (N-362: H. 
4-I.Ph, S, S), (N-363: H, 4-OCF3-Ph. S, S), (N-364: H, 3,4-diI-Ph, S, S), (N-365: 
H, Indole-6-yl. S, S). (N-366: H, l-Ac-indole-S-yl, S, S), (N-367: H, 1-Me- 
indole-6.yl, S, S), (N-368: H, 4-(l-Imidazolyl).Ph. S. S), (N-369: H, 4- 
Morphorino-Ph. S, S), (N-370: H. 4-(l-Piperazinyl)-Ph. S. S), (N-371: H. 2:5- 

10 diMe-thiophene-3-yl, S, S), (N.372: H, 2.Furyl, S, S), (N.373: H, 5-Me-furan- 
2.yl, S, S), (N-374: H, 5-Me.furan-2.yl, S, S), (N-375: H, 2.Thiazolyl, S, S), 
(N-376: H, l:4-Benzodioxin-6-yl. S, S), (N-377: H. Benzo[b]furan-2-yl. S, S), 
(N-378: H, 4.NH2CH2.Ph, S, S), (N-379: H, 4-N(Me)HCH2-Ph, S. S), (N-380: H, 
4-N(Me)2CH2-Ph, S, S), (N-381: H, 6-Cl-pyridine-3-yl, S, S), (N-382: H, 5,6- 

15 diCl-pyridine.3-yl, S. S), (N-383: H, 5-Cl-pyridine-2-yl. S. S), (N-384: H. 4:5- 
diCl-pyridine-2.yl. S. S), (N.385: H, 4-ClCH2-Bn, S, S). (N-386: H. Bn, S. S), 
(N.387: H. 4.C1-Bn. S. S). (N.388: H. 4-Br-Bn, S, S), (N-389: H. 4-F.Bn, S, S), 
(N-390: H, 3,4-diCl-Bn, S, S), (N-391: H, 3,4.diBr-Bn, S, S), (N-392: H, 3,4- 
diF-Bn, S, S), (N-393: H, 4-Cl-Bz. S, S). (N-394: H. 3,4-diCl-Bz, S. S), (N-395: H, 

20 4-Br.Bz, S. S), (N.396: H, 3,4.diBr-Bz, S, S). (N.397: H. 4-F-Bz, S, S), (N.398: H, 
3,4-diF-Bz, S, S), (N.399: H, 4-N02-Bn, S, S), (N-400: H, 4-CN-Bn, S. S). (N- 
401: Me, Ph, S, S), (N.402: Me, 4-F.Ph, S, S), (N-403: Me, 4-Br-Ph, S, S), (N- 
404: Me, 4-Me-Ph, S, S), (N-405: Me, 4-Ph-Ph, S, S). (N-406: Me. 4-OMe-Ph, S, 
S), (N-407: Me, 4-tBu-Ph, S, S), (N-408: Me, 4.C00Me-Ph. S, S). (N-409: Me, 

25 4-Pen.Ph, S, S), (N-410: Me, 4.N02.Ph, S, S), (N-411: Me, 5.Cl-thiophene-2-yl, 
S. S). (N-412: Me, 3-Thienyl, S, S). (N.413: Me, 2-Py, S, S), (N-414: Me, 3.Py, S, 
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S), (N-415: Me, 4.Py, S. S), (N.416: Me, 3,4-diF-Ph, S, S), (N-417: Me, 5-Br. 
thiopheiie-2.yl, S, S), (N-418: Me, 4-CONH2-Pb, S, S), (N.419: Me, 4- 
CON(Me)H.Ph. S, S), (N-420: Me. 4.C0N(Me)2-Ph. S, S), (N-421: Me, 4- 
iPrOC(=0)-Ph, S, S), (N-422: Me, 4-nBuOC(=0)-Ph, S, S), (N-423: Me, 6-Me- 
5 pyridine-3-yl, S, S). (N-424: Me, Quinoline-3-yl, S, S), (N-425: Me, 4.NH2-Ph. S, 
S), (N-426: Me. 4-N(Ac)H-Ph, S, S), (N-427: Me. 4-OH-Ph, S, S), (N-428: Me, 
3.4.di(OH)2-Ph. S, S). (N-429: Me. 3.4.di(NH2)-Ph, S, S). (N-430: Me. 3:4- 
[N(Ac)H]2-Ph, S, S), (N.431: Me, 4.SH.Ph, S, S), (N.432: Me, 4-SMe.Ph. S, S). 
(N-433: Me, 3,4-diBr-Ph, S, S), (N-434: Me, 4-N(Me)H.Ph, S, S), (N-435: Me, 

10 4-N(Me)2-Ph, S. S), (N-436: Me, 4-N(Me)3*.Ph, S, S), (N-437: Me, 4-Et-Ph, S, S), 
(N.438: Me, 4.iPr-Ph, S, S), (N-439: Me, 4.nPr-Ph, S. S), (N-440: Me. 4-nBu.Ph. 
S, S). (N-441: Me, 4-iBu.Ph. S. S), (N.442: Me, 3,4-diMe-Ph, S. S). (N-443: Me. 
l,3-Benzodioxole-5-yl, S, S), (N-444: Me, N-Me-pyridinium-4.yl, S, S), (N-445: 
Me, N-Me-pyridiniuin-3-yI, S, S), (N-446: Me, 5-Me-Pyridine-2-yl, S, S), (N- 

15 447: Me. 2-Pyrazinyl, S, S), (N-448: Me, 3-Pyrrolyl, S, S). (N.449: Me, 1-Me- 
pyrrole.3-yl, S. S), (N-450: Me, Pyridine N.oxide-4-yl. S, S). (N-451: Me, 
Pyridine N-oxide-3-yl, S, S), (N.452: Me, 6-OH.pyridine-3-yl, S, S), (N-453: Me, 
6-SH-pyridine-3-yl, S, S), (N-454: Me, l-Ac-pyrrole-3-yl, S, S), (N-455: Me, 4- 
CFs-Ph. S, S), (N-456: Me. 4-CN-Ph. S, S). (N.457: Me. 4-CHO-Ph. S, S). (N- 

20 458: Me. 3-Cl-Ph, S. S). (N-469: Me. 3-Br-Ph, S, S). (N-460: Me, 3-F-Ph. S. S), 
(N-461: Me, 3-I-Ph, S, S), (N.462: Me, 4-I-Ph. S, S). (N-463: Me, 4.0CF3-Ph, S, 
S), (N-464: Me, 3,4-diI-Ph, S, S), (N-465: Me, Indole-6-yI, S. S), (N-466: Me, 

1- Ac-indole-6-yl. S, S), (N-467: Me. l-Me-indole-G-yl. S, S). (N-468: Me. 4-(l. 
ImidazoIyl)-Ph, S, S). (N-469: Me, 4-Morphorino-Ph. S, S), (N-470: Me. 4-(l. 

25 Piperazinyl)-Ph. S. S), (N.471: Me, 2:5-diMe-thiophene-3-yl, S, S), (N-472: Me, 

2- FuryI, S, S). (N-473: Me. 5-Me-furan-2-yl, S, S). (N-474: Me. 5-Me-furan-2- 
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yl, S, S), (N-475: Me, 2-Thiazolyl, S, S), (N-476: Me, l:4-Benzodioxiii-6-yl, S, S), 
(N.477: Me, Benzo[b]furan-2-yl, S. S), (N-478: Me, 4-NH2CH2-Ph, S, S), (N-479: 
Me, 4.N(Me)HCH2-Ph, S, S). (N-480: Me, 4-N(Me)2CH2-Ph, S, S), (N-481: Me, 
6.Cl-pyridine-3-yl, S, S), (N-482: Me, 5,6-diCl-pyridine-3-yl, S, S), (N-483: Me, 
5 5-Cl-pyridine-2-yl, S. S), (N.484: Me, 4:5-diCl.pyridine-2.yl, S, S), (N-485: Me, 
4-ClCH2.Bn, S, S), (N-486: Me, Bn, S, S), (N-487: Me, 4-Cl-Bn, S, S), (N-488: 
Me, 4-Br.Bn, S, S). (N-489: Me, 4-F-Bn, S, S), (N-490: Me. 3,4-diCl-Bn, S, S), 
(N-491: Me, 3,4-diBr-Bn, S, S). (N-492: Me, 3,4-diF.Bn, S, S), (N-493: Me, 4- 
Cl-Bz, S, S), (N-494: Me, 3,4-diCl-Bz, S, S), (N.495: Me. 4-Br-Bz, S, S), (N-496: 

10 Me, 3,4-diBr-Bz. S, S), (N-497: Me, 4-F-Bz, S, S), (N-498: Me, 3,4-diF-Bz, S, S), 
(N-499: Me, 4-N02-Bn, S, S), (N-500: Me, 4.CN-Bn, S, S), (N-501: Et, Ph. S, S), 
(N.502: Et, 4-F-Ph, S, S), (N-503: Et, 4.Br-Ph, S, S), (N.504: Et, 4-Me-Ph. S, S). 
(N.505: Et, 4.Ph-Ph, S, S), (N-506: Et, 4.0Me-Ph, S, S), (N-507: Et, 4-tBu-Ph, S, 
S), (N-508: Et, 4-COOMe-Ph, S, S), (N-509: Et, 4-Pen.Ph, S, S), (N-510: Et, 4- 

15 NOa-Ph, S, S), (N-511: Et, 5-Cl-thiophene-2-yl, S. S), (N-512: Et, 3-Thienyl, S, 
S), (N-513: Et. 2.Py. S, S). (N.514: Et, 3-Py. S, S), (N-515: Et, 4-Py, S, S), (N- 
516: Et, 3,4-diF.Ph, S, S). (N-617: Et, 5-Br.thiophene-2-yl, S, S), (N-518: Et, 
4-CONH2-Ph, S, S), (N-519: Et, 4-C0N(Me)H-Ph, S, S), (N-520: Et, 4- 
C0N(Me)2-Ph, S, S), (N-521: Et, 4-iPrOC(=0)-Ph. S, S), (N-522: Et, 4- 

20 nBuOC(=0)-Ph, S, S), (N-523: Et, 6-Me-pyridine-3-yl, S. S), (N-524: Et, 
Quinoline-3-yl, S, S), (N-525: Et, 4-NH2-Ph. S, S), (N-526: Et, 4.N(Ac)H.Ph, S, 
S), (N-527: Et, 4-OH-Ph. S, S), (N-528: Et, 3,4-di(OH)2-Ph, S. S), (N-529: Et, 
3,4-di(NH2)-P.h. S, S), (N-530: Et, 3:4-(N(Ac)H]2-Ph. S, S), (N-531: Et, 4-SH-Ph, 
S, S), (N.532: Et, 4.SMe-Ph, S, S), (N.533: Et. 3.4-diBr.Ph, S, S). (N-534: Et, 

25 4-N(Me)H-Ph, S, S), (N-535: Et, 4-N(Me)2-Ph, S, S). (N-536: Et, 4-N(Me)3+-Ph, 
S, S), (N-537: Et, 4-Et-Ph, S, S), (N-538: Et, 4-iPr.Ph, S, S), (N-539: Et, 4- 
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nPr-Ph, S. S), (N-540: Et, 4-nBu.Ph, S, S), (N-541: Et, 4-iBu-Ph, S, S), (N-542: 
Et, 3,4-diMe-Ph, S, S). (N-543; Et, l,3-Benzodioxole-5-yl, S, S), (N-544: Et, 
N-Me-pyridinium-4-yl, S, S). (N-545: Et, N-Me-pyridimum-3-yl, S, S). (N-546: 
Et, 5-Me-Pyridine-2.yl, S, S), (N-547: Et, 2-Pyrazinyl, S, S), (N-548: Et, 3- 

5 Pyrrolyl, S, S), (N.549: Et, l-Me-pyrrole-S-yl, S, S), (N-550: Et, Pyridine N- 
oxide-4-yl. S, S), (N-SSl: Et, Pyridine N-oxide.3-yl, S, S), (N-552: Et. 6-OH- 
pyridine-3-yl, S, S), (N-553: Et, 6-SH-pyridine-3-yl, S. S), (N-554: Et, 1-Ac- 
pyrrole.3-yl, S, S), (N.555: Et, 4-CF3-Ph, S, S), (N.556: Et, 4.CN-Ph, S, S), 
(N-557: Et, 4-CHO-Ph, S, S), (N-558: Et, 3-Cl-Ph, S, S), (N-559: Et, 3-Br-Ph, S, 

10 S), (N-560: Et, 3-F-Ph, S, S), (N-561: Et, 3-I-Ph, S. S), (N-562: Et. 4-I-Ph, S, S). 
(N-563: Et, 4-OCF3-Ph, S, S). (N-564: Et, 3,4-diI-Ph, S, S), (N.565: Et. Indole- 
6.yl, S, S), (N-566: Et, l-Ac-indole-S-yl, S, S), (N-567: Et, l-Me-indole-B-yl, S, 
S), (N-568: Et. 4-(l-Imidazolyl)-Ph, S, S), (N-569: Et, 4-Morphorino-Ph, S, S), 
(N-570: Et, 4-(l-Piperazinyl)-Ph, S, S). (N-571: Et. 2:5-diMe-thiophene-3-yl, S. 

15 S), (N-572: Et, 2-Furyl, S, S), (N-573: Et, 5-Me-furan-2-yl, S, S), (N-574: Et, 
5-Me-furaii-2-yl, S, S), (N-475: Et, 2-Thiazolyl. S, S), (N-576: Et, 1:4- 
Benzodioxin-6-yl, S, S), (N-577: Et, Benzo[b]furan-2-yl, S, S), (N-578: Et, 4- 
NH2CH2-Ph, S, S), (N-579: Et. 4-N(Me)HCH2-Ph, S. S). (N-580: Et, 4- 
N(Me)2CH2-Ph, S, S), (N.581: Et, 6rCl-pyridine-3-yl, S, S), (N-582: Et, 5,6- 

20 diCl-pyridine-3-yl, S. S), (N-583: Et, 5-Cl-pyridine-2-yl, S, S), (N-584: Et, 
4:5-diCl-pyridine-2-yl, S, S), (N-585: Et, 4-ClCH2-Bn. S. S). (N-586: Et, Bn, S, 
S), (N-587: Et, 4-Cl-Bn, S. S). (N-588: Et, 4-Br-Bn, S. S). (N-589: Et. 4.F-Bn. S. 
S), (N-590: Et, 3,4.diCl-Bn, S, S), (N-591: Et, 3,4-diBr.Bn, S, S), (N.592: Et. 
3.4-diF-Bn, S. S). (N-593: Et, 4-Cl-Bz, S, S), (N-594: Et. 3,4-diCl-Bz, S, S), 

25 (N-595: Et. 4-Br-Bz, S, S). (N.596: Et, 3,4-diBr-Bz, S, S), (N.597: Et, 4-F.Bz, S, 
S), (N-598: Et. 3,4-diF-B2, S, S), (N-599: Et, 4-N02-Bn, S, S), (N-600: Et, 4- 
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CN-Bn, S, S). (N-601: COOMe. Ph, S, S). (N-602: COOMe, 4-F-Ph. S, S), (N-603: 
COOMe, 4.Br.Ph, S, S), (N-604: COOMe, 4-Me-Ph, S. S), (N-605: COOMe, 4- 
Ph-Ph. S. S), (N-606: COOMe, 4.0Me-Ph, S. S), (N-607: COOMe. 4.tBu-Ph, S, 
S), (N.608: COOMe, 4-COOMe-Ph, S, S), (N-609: COOMe. 4-Pen-Ph, S. S). (N- 
5 510: COOMe, 4-N02-Ph, S, S), (N-611: COOMe, 5-Cl-thiophene-2-yl, S, S). 
(N-612: COOMe, S-Thienyl, S, S), (N-513: COOMe. 2-Py, S, S), (N-614: COOMe, 
3-Py, S. S), (N-615: COOMe. 4-Py. S. S), (N-616: COOMe. 3.4-diF.Ph, S, S). 
(N.617: COOMe, 5-Br-thiophene-2-yl, S, S), (N-618: COOMe. 4.CONH2-Ph, S, 
S), (N-619: COOMe, 4-C0N(Me)H-Ph, S, S), (N-620: COOMe, 4-CON(Me)2-Ph, 

10 S, S), (N-621: COOMe, 4-iPrOC(=0)-Ph, S, S). (N-622: COOMe, 4- 
nBuOC(=0)-Ph, S, S), (N-623: COOMe. 6-Me-pyridine-3-yl. S. S). (N-624: 
COOMe. Quinoline.3-yl, S, S). (N.625: COOMe, 4.NH2-Ph, S, S), (N-626; 
COOMe, 4-N(Ac)H-Ph. S, S), (N-627: COOMe, 4-OH.Ph, S, S), (N.628: COOMe, 
3,4.di(OH)2-Ph, S, S), (N-629: COOMe, 3,4.di(NH2)-Ph, S, S), (N-630: COOMe, 

15 3:4.[N(Ac)H]2-Ph, S, S), (N.631: COOMe, 4-SH-Ph, S, S), (N.632: COOMe, 4- 
SMe-Ph, S, S), (N-633: COOMe. 3,4-diBr-Ph. S, S). (N-634: COOMe. 4- 
N(Me)H.Ph, S, S), (N-635: COOMe, 4-N(Me)2-Ph, S, S), (N-G36: COOMe, 4- 
N(Me)3*-Ph, S, S), (N-637: COOMe, 4-Et-Ph, S, S), (N-638: COOMe, 4-iPr-Ph, S 
S), (N.639: COOMe, 4.nPr-Ph. S, S), (N-640: COOMe, 4-nBu.Ph, S, S), (N-641 

20 COOMe, 4.iBu-Ph, S, S), (N.642: COOMe, 3,4.diMe-Ph, S. S). (N.643: COOMe, 
l,3-Benzodioxole-5-yl. S, S), (N-644: COOMe. N-Me-pyridiniuin-4-yl. S. S), 
(N-645: COOMe, N-Me-pyridinium-3-yl, S, S), (N-646: COOMe, 5-Me. 
Pyridme-2-yl. S, S), (N.647: COOMe, 2.Pyrazinyl. S. S). (N-648: COOMe, 3 
Pyrrolyl, S, S), (N-649: COOMe, l-Me-pyrrole-3-yl, S, S). (N-650: COOMe 

25 Pyridine N-oxide-4-yl. S, S). (N-651: COOMe. Pyridine N-oxide-3-yl. S. S) 
(N.652: COOMe, 6-OH-pyridine-3-yl, S, S), (N.653: COOMe, 6-SH-pyridine.3 
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yl, S, S), (N-654: COOMe, l-Ac-pyrrole-S-yl. S, S), (N-655: COOMe, 4-Cp8-Ph, S, 
S). (N-656: COOMe, 4.CN.Ph, S, S), (N-667: COOMe, 4-CHO-Ph, S, S), (N-658: 
COOMe, 3-Cl-Ph, S, S), (N.659: COOMe, 3-Br-Ph, S, S), (N-660: COOMe, S-F- 
Ph. S. S). (N-661: COOMe, 3-I-Ph, S. S), (N-662: COOMe. 4-I-Ph, S, S), (N.663: 
5 COOMe, 4-OCF3-Ph, S. S). (N-664: COOMe, 3,4.diI-Ph, S, S), (N-665: COOMe, 
Indole-6-yl. S, S), (N-666: COOMe, l-Ac-indole-6-yl, S, S), (N-667: COOMe, 1- 
Me-indole-6-yl, S, S), (N-668: COOMe, 4-(l-Imidazolyl)-Ph, S, S), (N-669: 
COOMe, 4-Morphorino-Ph, S, S), (N-670: COOMe, 4-(l.Piperazinyl)-Ph, S, S), 
(N-671: COOMe, 2:5.diMe-thiophene-3-yl, S, S), (N-672: COOMe, 2-FuryI, S, S), 

10 (N-673: COOMe, 5-Me-furan-2-yl. S, S), (N-674: COOMe, 5-Me-furan-2-yl, S, S), 
(N-675: COOMe. 2-Thiazolyl, S, S), (N-676: COOMe, l:4-Benzodioxin.6-yl, S, 
S). (N.577: COOMe, Benzo[bJfuran-2-yl. S, S), (N-678: COOMe. 4-NH2CH2-Ph. 
S, S), (N-679: COOMe, 4-N(Me)HCH2-Ph. S, S), (N-680: COOMe. 4- 
N(Me)2CH2-Ph, S, S), (N-681: COOMe, 6-Cl-pyridme-3-yl, S, S), (N-682: 

15 COOMe, 5,6-diCl-pyridine.3-yl, S, S). (N-683: COOMe. 5-Cl-pyridine-2-yl. S. 
S), (N-684: COOMe, 4:5-diCl-pyridine-2-yl, S, S), (N-685: COOMe, 4-ClCH2-Bn, 
S, S), (N-686: COOMe, Bn, S, S), (N-687: COOMe, 4-Cl-Bn. S, S). (N.688: 
COOMe, 4-Br-Bn, S, S), (N-689: COOMe, 4-F.Bii, S, S), (N-690: COOMe, 3,4- 
diCl-Bn. S, S), (N-691: COOMe. 3,4-diBr-Bn, S, S). (N-692: COOMe, 3,4-diF-Bn, 

20 S, S). (N-693: COOMe, 4-Cl-Bz. S. S). (N-694: COOMe, 3,4.diCl-Bz, S, S). (N- 
695: COOMe, 4.Br-Bz. S. S), (N.696: COOMe, 3,4-diBr-Bz. S. S). (N-697: 
COOMe, 4-F-Bz, S, S), (N-698: COOMe, 3,4-diF-Bz, S, S), (N-699: COOMe, 4- 
N02-Bn. S. S). (N-700: COOMe, 4-CN-Bii, S. S). (N-701: Ph. H. 0, S). (N-702: 
4-F-Ph, H, 0, S), (N-703: 4-Br-Ph, H, 0. S), (N-704: 4-Me-Ph, H. 0, S). (N-765: 

25 4-Ph-Ph, H. 0, S), (N-706: 4-OMe-Ph, H. O, S). (N-707: 4-tBu-Ph. H. 0. S). 
(N-708: 4-COOMe-Ph. H, 0, S). (N-709: 4-Pen-Ph. H. 0. S), (N-710: 4-N02-Ph, 
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H, 0. S). (N-711: 5-Cl-thiophene-2-yl, H, 0, S), (N.712: 3-Thienyl, H. 0. S), 
(N.713: 2-Py. H, 0, S). (N-714: 3-Py, H. 0. S). (N.715: 4.Py, H. 0, S), (N.716: 
3,4-diF-Ph, H, 0, S), (N-717: 5-Br.thiophene-2-yl, H, O. S), (N-718: 4.CONH2- 
Ph, H. O, S), (N-719: 4-C0N(Me)H-Ph. H. O. S). (N.720: 4-CON(Me)2-Ph. H, O, 
5 S), (N-721: 4-iPrOC(=0)-Ph, H, 0, S), (N-722: 4.nBuOC(=0)-Ph, H, O. S), (N- 
723: 6-Me-pyridine-3-yl, H, O. S), (N-724: Quinoline-3-yl, H, 0, S). (N-725: 4- 
NH2-Ph, H. O, S), (N-726: 4.N(Ac)H-Ph. H. O, S), (N-727: 4-OH-Ph. H, O. S), 
(N.728: 3,4.di(OH)2-Ph, H, 0. S). (N-729: 3,4.di(NH2)-Ph, H. 0, S). (N.730: 
3:4-[N(Ac)H]2-Ph, H, 0, S), (N.731: 4-SH.Ph, H, 0, S), (N-732: 4-SMe-Ph, H, O, 

10 S), (N-733: 3,4.diBr-Ph, H, 0, S), (N-734: 4-N(Me)H.Ph, H, O. S), (N-735: 4- 
N(Me)2-Ph, H, 0. S), (N-736: 4.N(Me)3*-Ph. H, O. S). (N-737: 4-Et-Ph, H, O, S), 
(N.738: 4.iPr.Ph, H, 0, S), (N.739: 4-nPr.Ph, H, 0, S), (N-740: 4.nBu-Ph, H. 0, 
S), (N-741: 4-iBu.Ph. H, O, S), (N-742: 3,4-diMe-Ph, H, O, S), (N-743: 1,3- 
Benzodioxole-5-yl, H, O, S), (N-744: N-Me-pyridinium-4-yl, H, O. S), (N-745: 

15 N-Me-pyridiniuin-3-yl, H, O, S), (N.746: 5-Me-Pyridine-2-yl, H, O. S). (N-747: 
2-Pyrazinyl, H, 0, S), (N-748: 3-Pyrrolyl, H, O, S), (N-749: l.Me-pyrrole-3.yl, 
H, 0, S). (N-750: Pyridine N-oxide-4-yl, H, 0, S), (N-751: Pyridine N-oxide-3- 
yl, H, 0. S). (N.762: 6-OH-pyridine-3-yl, H, 0, S), (N-753: 6-SH-pyridine-3-yl, 
H, 0, S), (N-754: l.Ac-pyrrole-3-yl. H, O. S), (N-755: 4.CF3-Ph, H, O, S), (N- 

20 756: 4-CN-Ph. H, 0, S), (N-757: 4-CHO-Ph. H. 0. S), (N-758: 3-Cl-Ph, H. 0, S), 
(N-759: 3-Br.Ph, H, O, S). (N-760: 3-F.Ph, H. O, S). (N-761: 3-I-Ph, H, O, S), 
(N-762: 4-I-Ph, H, 0, S), (N-763: 4.0CF3-Ph, H, 0, S), (N-764: 3.4-diI-Ph, H. O, 
S), (N-765: Indole-6-yl, H, 0, S). (N-766: l-Ac-indole-6-yl. H, 0, S). (N-767: 1- 
Me-indole-6-yl, H, 0, S), (N-768: 4-(l-Imidazolyl)-Ph. H, 0, S), (N-769: 4- 

25 Morphorino-Ph, H, 0, S), (N-770: 4-(l-Piperazinyl)-Ph, H, O, S), (N-771: 2:5- 
diMe-thiophene-3-yl, H, O, S), (N-772: 2-Furyl, H, 0, S). (N-773: 5-Me-furan- 
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2-yl, H, 0, S), (N-774: 5-Me-furan.2-yl, H, 0, S), (N-775: 2.Thiazolyl, H. 0. S), 
(N-776: l:4.Benzodioxin-6-yl, H, O, S). (N-777: Benzo[b]furan.2-yl, H, 0, S), 
(N.778: 4-NH2CH2-Ph. H, 0, S), (N-779: 4-N(Me)HCH2-Ph, H. O, S). (N-780: 
4-N(Me)2CH2-Ph. H, 0, S), (N-781: 6-Cl-pyridine-3-yl. H, O. S), (N-782: 5.6- 
5 diCl-pyridine-3-yl, H, 0, S). (N-783: 5-Cl-pyridine-2-yl, H, 0, S), (N-784: 4:5- 
diCl-pyridine-2-yl, H, O. S), (N-785: 4-ClCH2-Bn, H, O, S), (N-786: Bn, H, 0, S). 
(N.787: 4-Cl-Bn, H, 0, S), (N-788: 4-Br-Bn, H, 0. S), (N-789: 4-F.Bn, H, 0, S). 
(N-790: 3.4.diCl.Bn, H, O. S), (N-791: 3,4-diBr-Bn, H, 0, S). (N.792: 3,4-diF. 
Bn, H, 0. S), (N-793: 4-Cl-Bz, H, O. S), (N-794: 3.4-diCl-Bz, H. 0, S), (N-795: 

10 4-Br-Bz. H, 0, S). (N-796: 3,4-diBr-Bz, H, 0, S), (N-797: 4-F-Bz. H, 0, S), (N- 
798: 3.4-diF-Bz, H, O, S), (N-799: 4-N02-Bn. H, 0, S), (N-800: 4-CN.Bn, H. O, 
S), (N-801: Ph, Me, 0, S). (N-802: 4-F-Ph, Me, 0, S), (N-803: 4-Br-Ph, Me, 0, S), 
(N.804: 4-Me-Ph, Me, 0, S), (N-805: 4-Ph-Ph, Me, O. S). (N.806: 4-OMe-Ph, Me, 
0. S). (N-807: 4-tBu.Ph, Me, O. S), (N-808: 4.C00Me-Ph, Me. O. S), (N-809: 

15 4-Pen-Ph. Me, 0, S), (N-810: 4-N02-Ph. Me, 0, S), (N-811: 5-Cl-thiophene-2-yl, 
Me, 0, S), (N-812: 3-Thienyl, Me, 0, S), (N-813: 2.Py, Me, 0, S). (N-814: 3-Py, 
Me, 0, S), (N-815: 4-Py, Me, O, S), (N-816: 3,4.diF-Ph, Me, O, S), (N-817: 5- 
Br.thiophene-2-yl, Me, O, S), (N-818: 4-CONH2-PI1, Me, 0, S), (N-819: 4- 
CON(Me)H.Ph. Me, 0. S), (N-820: 4-CON(Me)2-Ph. Me, O, S), (N-821: 4- 

20 iPrOC(=0)-Ph, Me, O, S). (N-822: 4.nBuOC(=0)-Ph, Me, O, S), (N-823: G-Me- 
pyridine-3-yl. Me, O, S), (N-824: Quinoline-3-yl, Me. O, S), (N-825: 4-NH2-Ph, 
Me. 0, S). (N-826: 4-N(Ac)H-Ph, Me, 0, S), (N-827: 4-OH-Ph, Me, O. S), (N-828: 
3,4.di(0H)2-Ph, Me, O, S), (N-829: 3,4.di(NH2)-Ph. Me, 0, S), (N-830: 3:4- 
[N(Ac)H]2-Ph, Me, 0, S). (N-831: 4-SH-Ph, Me, 0, S), (N.832: 4-SMe-Ph, Me, O, 

25 S), (N.833: 3,4.diBr-Ph, Me. 0, S), (N-834: 4-N(Me)H-Ph, Me, O, S), (N.835: 
4-N(Me)2-Ph, Me, O, S), (N-836: 4-N(Me)3+-Ph, Me, 0, S), {N-837: 4.Et-Ph, Me, 
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0, S), (N-838: 4-iPr-Ph, Me, 0, S), (N-839: 4-nPr.Ph, Me, 0, S), (N-840: 4- 
nBu-Ph, Me, 0. S), (N-841: 4-iBu-Ph, Me, 0, S). (N-842: 3,4-diMe-Ph, Me, 0, S), 
(N-843: l,3-Benzodioxole-5-yl, Me, O, S), (N-844: N-Me-pyridinium-4-yl, Me, O, 
S), (N-845: N-Me-pyridinium-3-yl, Me, O, S), (N-846: 5-Me-Pyridine-2-yl, Me, 
5 0, S), (N-847: 2-Pyrazinyl, Me, 0, S), (N.848: 3-Pyrrolyl, Me, 0, S), (N.849: 
l-Me-pyrrole-3-yl, Me, 0, S), (N-850: Pyridine N-oxide-4-yl, Me, 0, S), (N-851: 
Pyridine N-oxide-3-yl, Me, 0, S), (N.852: 6-OH-pyridine-3-yl, Me, 0, S), (N- 
. 853: 6-SH-pyridine-3-yl, Me, O, S), (N-854: l-Ac-pyrrole-3-yl, Me, 0, S), (N- 
855: 4-CF3-Ph, Me, 0, S), (N-856: 4-CN.Ph, Me, O, S), (N-857: 4-CHO-Ph, Me, O, 

10 S), (N-868: 3-Cl.Ph, Me, 0. S), (N.859: 3-Br-Ph, Me, 0, S), (N-SGO: 3-F-Ph, Me, 
O, S), (N-861: 3-I-Ph, Me, O, S), (N.862: 4-I-Ph, Me, 0, S), (N-863: 4-OCF3-Ph, 
Me, O, S), (N-864: 3,4-diI-Ph, Me, 0, S), (N.865: Indole-6-yl, Me, 0, S), (N.866: 
l-Ac-indole-6-yl, Me, 0, S), (N-867: l-Me-indole-6-yl, Me, O, S), (N-868: 4-(l- 
Imidazolyl)-Ph, Me, O, S), (N-869: 4-Morphorino-Ph, Me, O, S), (N-870: 4-(l- 

15 Piperazinyl)-Ph, Me, 0, S), (N-871: 2:5-diMe-thiophene-3-yl, Me, 0, S), (N-872: 
2.Furyl, Me. O, S), (N.873: 5-Me-furan.2.yl, Me, 0, S), (N-874: 5-Me-furan-2- 
yl, Me, O, S), (N-875: 2.Thiazolyl, Me, O, S), (N-876: l:4-Benzodioxin-6-yl, Me, 
0, S), (N-877: Benzo[b]furan-2-yl, Me, 0, S), (N-878: 4-NH2CH2-Ph, Me, O, S), 
(N-879: 4-N(Me)HCH2-Ph, Me, O. S), (N-SSO: 4.N(Me)2CH2-Ph. Me, 0, S), (N- 

20 881: 6-Cl.pyridine-3-yl, Me, 0. S), (N-882: 5.6-diCl-pyridine-3-yl, Me, 0, S), 
(N-883: 5-Cl-pyridine-2-yl, Me, O. S), (N-884: 4:5-diCl-pyridine-2-yl, Me. O, S), 
(N-885: 4-ClCH2-Bn, Me, O, S), (N-886: Bn, Me, 0, S), (N-887: 4-Cl-Bn, Me, O, 
S), (N-888: 4-Br-Bn, Me, O, S), (N-889: 4-F.Bn, Me, 0, S), (N.890: 3.4-diCl-Bn, 
Me, 0, S), (N.891: 3,4-diBr.Bn, Me, 0, S), (N-892: 3,4-diF-Bn, Me, 0, S). (N- 

25 893: 4-Cl.Bz, Me, 0, S), (N-894: 3,4-diCl-Bz, Me, O, S), (N-895: 4.Br-Bz, Me, O, 
S), (N.896: 3,4-diBr-Bz, Me, 0, S), (N-897: 4-F-Bz, Me, 0, S), (N-898: 3,4-diF. 
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Bz, Me, 0, S), (N-899: 4-N02-Bn. Me, 0, S), (N.900: 4.CN-Bn, Me, 0, S), (N.901: 
Ph, Et, 0, S), (N-902: 4.F-Ph, Et, 0, S), (N-903: 4-Br-Ph. Et, 0, S), (N-904: 4- 
Me-Ph, Et, 0, S), (N-905: 4-Ph-Ph, Et, 0, S), (N-906: 4.0Me-Ph, Et. O, S), (N- 
907: 4-tBu-Ph. Et, 0, S), (N-908: 4.C00Me-Ph, Et, 0, S), (N-909: 4-Pen-Ph, Et, 
5 0, S), (N-910: 4-N02-Ph, Et, O, S), (N-911: 5.Cl-thiophene-2.yl, Et, 0, S), (N- 
912: 3-Thienyl, Et, O, S), (N-913: 2-Py, Et, 0, S), (N-914: 3-Py, Et, 0, S), (N- 
915: 4-Py, Et, 0, S). (N-916: 3,4.diF-Ph, Et, 0, S), (N-917: 5-Br-thiophene-2-yl, 
Et, 0, S), (N-918: 4-CONH2-Ph, Et. 0. S). (N-919: 4.C0N(Me)H-Ph. Et, 0, S), 
(N.920: 4.CON(Me)2-Ph, Et, 0, S), (N-921: 4-iPrOC(=0)-Ph, Et, 0, S), (N-922: 

10 4-nBuOC(=0)-Ph, Et, 0. S), (N-923: 6-Me-pyridine-3-yl, Et, 0, S), (N-924: 
Quinoline-S-yl. Et. 0, S), (N-925: 4-NH2-Ph. Et, 0, S), (N.926: 4-N(Ac)H-Ph, Et, 
0, S), (N.927: 4-OH-Ph. Et, O, S). (N-928: 3,4.di(OH)2-Ph, Et, O, S), (N-929: 
3,4-di(NH2)-Ph, Et, 0, S), (N-930: 3:4-[N(Ac)H]2-Ph, Et, 0, S), (N-931: 4-SH- 
Ph, Et, 0, S), (N.932: 4-SMe-Ph, Et, O, S), (N-933: 3,4-diBr-Ph, Et, O, S), (N- 

15 934: 4-N(Me)H-Ph. Et. 0. S), (N-935: 4-N(Me)2-Ph, Et, 0, S), (N-936: 4- 
N(Me)3+-Ph, Et, 0, S), (N-937: 4.Et-Ph, Et. 0, S), (N-938: 4.iPr-Ph, Et, 0, S), 
(N-939: 4-nPr-Ph, Et, 0, S). (N.940: 4-nBu-Ph, Et, 0, S), (N.941: 4-iBu-Ph, Et, 
0, S), (N-942: 3,4-diMe-Ph, Et, 0, S), (N-943: l,3-Benzodioxole-5-yl, Et, O, S), 
(N-944; N-Me-pyridiniuiD-4-yl, Et, 0, S), (N-945: N-Me-pyridinium-3-yl, Et, 0, 

20 S), (N-946: 5-Me-Pyridine-2-yl, Et, O, S), (N-947: 2-Pyrazinyl, Et, O, S). (N- 
948: 3-Pyrrolyl, Et, 0, S), (N-949: l-Me-pyrrole-8-yl, Et, 0, S), (N-950: 
Pyridine N-oxide-4-yl, Et, 0, S), (N-951: Pyridine N-oxide-3-yl, Et, O, S), (N- 
952: 6-OH-pyridine-3ryI, Et, 0, S), (N-953: 6-SH-pyridine-3-yl, Et, 0. S), (N- 
954: l-Ac-pyrrole-3-yl, Et, O. S), (N-955: 4-CF3-Ph, Et, O, S), (N-956: 4-CN-Ph, 

25 Et, 0, S), (N-957: 4-CHO-Ph, Et, 0, S), (N-958: 3.C1-Ph, Et, O, S). (N.959: 3- 
Br-Ph, Et, O, S), (N-960: 3-F-Ph, Et, 0, S), (N-961: 3-I-Ph, Et, O, S), (N.962: 
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4-I-Ph, Et, 0, S), (N-963: 4.0CF3-Ph, Et, 0, S), (N-9.64: 3.4-diI.Ph, Et, 0, S). 
(N-965: Indole-6-yl, Et, 0. S), (N-966: l-Ac-indole-6-yl, Et. 0, S), (N-967: 1- 
Me.indole-6-yl, Et, 0, S), (N-968: 4-(l-Imidazolyl)-Ph. Et, 0, S), (N-969: 4- 
Morphorino-Ph, Et. 0, S), (N-970: 4-(l-Piperazinyl)-Ph, Et, 0, S), (N-971: 

5 2:5-diMe-thiophene-3-yl. Et. 0. S). (N-972: 2-Furyl, Et. O, S), (N-973: 5.Me- 
furan-2-yl, Et, 0. S), (N-974: 5-Me-furan-2-yl, Et, O, S), (N-975: 2-Thiazolyl, Et, 
O, S). (N-976: l:4-Benzodioxin-6-yl, Et, 0, S), (N-977: Benzo[b]furan-2-yl, Et, 
0, S), (N-978: 4-NH2CH2-Ph, Et, 0. S), (N-979: 4.N(Me)HCH2-Ph, Et, 0, S), 
(N.980: 4-N(Me)2CH2-Ph. Et. O. S), (N-981: 6-Cl-pyridine-3-yl, Et, O, S), (N- 

10 982: 5,6-diCl-pyridme-3-yl, Et, 0, S), (N-983: 5.Cl-pyridme-2-yl, Et. 0, S), 
(N-984: 4:5-diCl-pyridine-2.yl, Et, O, S), (N-985: 4-ClCH2-Bn, Et, O, S), (N- 
986: Bn, Et, O. S), (N-987: 4-Cl-Bn, Et, O, S). (N-988: 4-Br-Bn, Et, O, S), (N- 
989: 4-F-Bn, Et, 0, S), (N-990: 3,4-diCl-Bn, Et, 0, S), (N-991: 3,4.diBr-Bn, Et, 
0, S), (N-992: 8,4-diF-Bn, Et, O, S). (N-993: 4-Cl-Bz, Et, O, S), (N-994: 3,4- 

15 diCl-Bz, Et, 0. S), (N-995: 4.Br-Bz, Et, O, S), (N-996: 3,4-diBr-Bz, Et, 0, S), 
(N-997: 4-F-Bz, Et, 0, S), (N-998: 3,4.diF-Bz, Et, O, S), (N-999: 4-N02-Bn, Et, O, 
S), (N-1000: 4-CN-Bn, Et, 0, S), (N-lOOl: Ph, COOMe, 0, S), (N.1002: 4-F-Ph, 
COOMe, 0, S), (N-1003: 4-Br-Ph, COOMe, 0, S), (N-1004: 4.Me-Ph, COOMe. 0, 
S), (N-1005: 4-Ph-Ph, COOMe, O, S), (N-1006: 4-OMe-Ph, COOMe, O, S), (N- 

20 1 007: 4.tBu-Ph, COOMe, 0, S), (N-1008: 4-COOMe-Ph, COOMe, 0, S), (N-1009: 
4-Pen-Ph. COOMe. O. S), (N-lOlO: 4-N02-Ph, COOMe. 0. S). (N-1011: 5-Cl- 
thiophene-2-yl, COOMe, O, S), (N-1012: 8-Thienyl, COOMe, O. S), (N-1013: 
2-Py, COOMe. O, S), (N-1014: 3-Py, COOMe, O, S), (N-1015: 4-Py, COOMe, O, 
S), (N-1016: 3,4-diF-Ph, COOMe, O, S), (N.1017: 5-Br-thiophene-2-yl, COOMe, 

25 O, S). (N-1018: 4.CONH2-Ph, COOMe, 0, S), (N.1019: 4.C0N(Me)H.Ph. 
COOMe, O, S), (N-1020: 4.CON(Me)2-Pli, COOMe, 0, S), (N-1021: 4- 
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iPrOC(=0)-Ph, COOMe, 0, S), (N.1022: 4.nBuOC(=0)-Ph. COOMe, 0, S), (N- 
1023: 6-Me-pyridine-3-yl. COOMe. O, S), (N-1024: Quinoline-3-yl, COOMe, 0, 
S), (N.1025: 4-NH2-Ph, COOMe, O, S), (N.1026: 4-N(Ac)H-Ph, COOMe, 0, S), 
(N-1027: 4-OH-Ph. COOMe, O, S), (N.1028: 3,4.di(OH)2-Ph, COOMe, 0, S), 
5 (N.1029: 3,4.di(NH2)-Ph, COOMe, 0, S), (N-IOBO: 3:4-[N(Ac)H]2-Ph, COOMe, 0, 
S). (N-1031: 4-SH-Ph, COOMe, 0, S), (N.1032: 4-SMe-Ph, COOMe, 0, S), (N- 
1033: 3,4.diBr-Ph, COOMe, 0, S). (N-1034: 4-N(Me)H-Ph, COOMe, 0, S), (N- 
1035: 4-N(Me)2-Ph, COOMe, O, S), (N-1036: 4-N(Me)3*-Ph, COOMe, O, S), (N- 
1037: 4.Et-Ph, COOMe, 0, S), (N.1038: 4.iPr-Ph, COOMe, 0, S), (N-1039: 4- 

10 nPr-Ph, COOMe, O, S), (N-1040: 4-nBu.Ph; COOMe, 0, S), (N-1041: 4-iBu-Ph, 
COOMe, O, S), (N-1042: 3,4.diMe-Ph, COOMe, 0, S), (N-1043: 1,3- 
BenzodioxoIe-5-yl, COOMe, O, S). (N-1044: N-Me-pyridiiiium-4-yl, COOMe, 0, 
S), (N-1045: N-Me-pyridinium-3-yl, COOMe, 0, S), (N-1046: 5-Me-Pyridine-2. 
yl, COOMe, 0, S), (N-1047: 2-Pyrazinyl, COOMe, 0, S), (N-1048: 3-Pyrrolyl, 

15 COOMe, 0, S), (N-1049: l-Me-pyrrole-3-yl, COOMe, 0, S), (N-1050: Pyridine 
N.oxide-4-yl, COOMe, 0, S), (N-1051: Pyridine N-oxide-3-yl, COOMe. 0, S), 
(N.1062: 6-OH-pyridine-3-yl, COOMe, 0, S), (N-1053: 6-SH-pyridine-3-yl, 
COOMe, 0. S), (N.1054: l-Ac.pyrrole-3-yl, COOMe, O, S), (N-1055: 4.CF3-Ph, 
COOMe, 0. S). (N.1056: 4-CN.Ph, COOMe, 0, S), (N.1057: 4.CH0.Ph, COOMe, 

20 O, S), (N-1058: 3-Cl-Ph, COOMe. O, S), (N.1059: 3-Br-Ph, COOMe. 0, S), (N- 
1060: 3-F.Ph, COOMe, 0, S). (N-lOSl: 3-I-Pli. COOMe, O, S), (N-1062: 4-I-Ph. 
COOMe, 0. S), (N-1063: 4.0CF3-Ph, COOMe. O, S), (N.1064: 3,4-diI-Ph. 
COOMe, 0, S), (N.1065: Indole-S-yl, COOMe, 0, S), (N-1066: l-Ac-indole-6-yl, 
COOMe, 0, S), (N.1067: l-Me-indole-G-yl, COOMe, 0, S). (N-1068: 4.(1- 

25 Imidazolyl).Ph, COOMe, 0. S), (N-1069: 4-Morpliorino-Ph, COOMe, 0. S), (N- 
1070: 4-(l.Piperazinyl)-Ph, COOMe, 0, S), (N.1071: 2:5-diMe.thiophene-3-yl. 
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COOMe. 0, S), (N-1072: 2-Furyl, COOMe. 0, S), (N-1073: 5-Me-furan.2-yl, 
COOMe, 0, S), (N-1074: 5-Me-furan.2-yl. COOMe, 0, S). (N-1075: 2-Thiazolyl, 
COOMe, 0, S), (N.1076: l:4.Benzodioxin-6-yl. COOMe, 0, S). (N-1077: 
Benzo[b]furan.2-yl, COOMe. O, S), (N-1078: 4-NH2CH2-Ph, COOMe, O, S), 
5 (N-1079: 4-N(Me)HCH2.Ph, COOMe, 0, S), (N-1080: 4-N(Me)2CH2-Ph, COOMe, 
0, S), (N-1081: 6-Cl-pyridine-3-yl. COOMe, 0, S), (N.1082: 5,6-diCl-pyridine- 

3- yl, COOMe, 0. S), (N-1083: 5-Cl-pyridine-2-yl, COOMe, 0, S), (N-1084: 4:5- 
diCl-pyridine-2-yl. COOMe, 0, S). (N-1085: 4-ClCH2-Bn, COOMe, 0, S), (N- 
1086: Bn, COOMe, O, S), (N-1087: 4.CI-B11, COOMe, O, S), (N-1088: 4-Br-Bn, 

10 COOMe, 0. S). (N-1089: 4-F-Bn, COOMe. 0. S), (N-IOSO: 3,4-diCl-Bn, COOMe, 
0, S). (N.1091: 3.4.diBr.Bn, COOMe. 0, S), (N.1092: 3,4-diF-Bn, COOMe. 0, S), 

« 

(N-1093: 4-Cl-Bz. COOMe. 0, S), (N.1094: 3,4-diCl-Bz. COOMe, 0, S), (N-1095: 

4- Br-Bz, COOMe, 0. S), (N-1096: 3,4.diBr-Bz, COOMe, O, S). (N.1097: 4-F-Bz. 
COOMe, 0. S), (N.1098: 3,4.diF-Bz, COOMe, 0. S), (N-1099: 4-N02-Bn, COOMe, 

15 0, S), (N-llOO: 4-CN-Bn, COOMe, 0, S). (N-llOl: H. Ph, 0. S), (N-1102: H, 4- 
F-Ph, 0, S), (N-1103: H. 4-Br-Ph, 0, S), (N.1104: H, 4-Me-Ph, 0, S), (N-llOS: H, 
4-Ph-Ph, 0, S), (N-1106: H, 4-OMe-Ph. 0, S), (N-1107: H. 4-tBu.Ph. 0, S), (N- 
1108: H, 4.C00Me-Ph, 0. S), (N.1109: H, 4-Pen-Ph, O, S), (N-1110: H, 4-NO2- 
Ph, O, S), (N-1111: H, 5.Cl-thiophene.2.yl. 0, S), (N-1112: H, 3-Thienyl, O, S), 

20 (N-1113: H, 2.Py, 0, S). (N-llH: H, 3-Py, O, S), (N-lllS: H, 4.Py, 0. S). (N- 
1116: H, 3,4-diF-Ph, 0, S), (N-1117: H, 5-Br.thiopbene-2-yl, O, S), (N-1118: H, 
4-C0NH2-Ph, 0. S), (N-1119: H. 4-C0N(Me)H-Ph, O, S), (N-1120: H, 4- 
C0N(Me)3-Ph, O. S). (N-1121: H. 4-iPrOC(=0)-Ph. O, S). (N-1122: H, 4- 
nBuOC(=0)-Ph, 0, S), (N-1123: H, 6-Me-pyridine-3-yl, 0, S), (N-1124: H, 

25 Quinoline-3-yl, O, S), (N-1125: H, 4-NH2-Ph, O, S), (N.1126: H, 4.N(Ac)H-Ph, 0, 
S), (N-1127: H, 4-OH.Ph. O, S). (N-1128: H. 3.4.di(OH)2-Ph. O, S), (N-1129: H, 
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3.4.di(NH2)-Ph, O, S), (N-1130: H, 3:4-[N(Ac)H]2-Ph, 0, S), (N-1131: H, 4.SH- 
Ph, 0, S), (N-1132: H, 4-SMe-Ph, 0, S), (N-1133: H, 3,4.diBr-Ph, 0, S), (N-1134: 
H, 4.N(Me)H-Ph, 0. S). (N-1135: H, 4-N(Me)2-Ph, 0, S), (N-1136: H, 4- 
N(Me)3+-Ph, O, S), (N-1137: H, 4.Et-Ph, O, S), (N-1138: H, 4-iPr-Ph, 0, S), 
6 (N-1139: H. 4.nPr-Ph, O, S), (N-1140: H. 4.nBu-Ph, 0. S). (N-1141: H, 4.iBu. 
Ph, 0, S), (N-1142: H. 3,4-diMe-Ph, 0, S), (N-143: H, l,3-Benzodioxole.5-yl. O, 
S), (N-1144: H, N-Me-pyridinium-4-yl, 0, S), (N-1145: H, N-Me-pyridinium-S- 
yl, 0. S), (N.1146: H, 5.Me-Pyridme-2.yl, 0. S), (N.1147: H, 2-Fyrazinyl. 0, S), 
(N-1148: H. 3-Pyrrolyl, O, S), (N-1149: H. l-Me-pyrrole-S-yl, O, S), (N-llSO: H, 

10 Pyridine N.oxide-4-yl, O. S). (N-1151: H, Pyridine N-oxide.3-yl. O, S), (N-1152: 
H, 6-OH-pyridine-3-yl, O, S), (N-1153: H, 6-SH-pyridine-3-yl. O, S), (N-1154: H. 
l-Ac-pyrrole-3-yl. 0. S), (N.1155: H. 4-CF3.Ph. O, S), (N-1156: H, 4-CN.Ph, 0, 
S). (N-1157: H, 4-CHO-Ph, 0, S), (N-1158: H. 3-Cl-Ph. O. S), (N-1159: H. 3- 
Br-Ph, 0. S). (N-1160: H, 3-F.Ph, 0, S), (N-llSl: H, 3-I-Ph, 0, S), (N-1162: H, 

15 4-I-Ph. 0, S), (N-1163: H, 4.0CF3-Ph, 0, S), (N-1164: H. 3,4.diI.Ph, 0, S), (N- 
1165: H. Indole-6-yl, O, S), (N-llGG: H. l-Ac-indole-B-yl. O. S), (N-llGT: H, 1- 
Me-indole-6-yl, O, S), (N-1168: H, 4-(l-Iinidazolyl)-Ph, 0, S), (N-1169: H, 4- 
Morphorino-Ph, 0, S), (N-1170: H, 4-(l-Piperazinyl)-Ph, 0, S). (N-1171: H, 
2:5-diMe-thiophene-3-yl. O, S). (N.1172: H, 2.Furyl, 0, S), (N-1173: H, 5-Me- 

20 furan-2.yl. 0, S), (N-1174: H, 5-Me-furan.2-yl. 0, S). (N.1175: H. 2-Thia2olyl, 
O, S), (N-1176: H, l:4-Benzodioxin-6-yl, O, S), (N-1177: H, Benzo[b]furaii-2-yl, 
O, S), (N.1178: H, 4-NH2CH2-Ph, 0, S), (N-1179: H, 4.N(Me)HCH2-Ph, 0, S), 
(N-1180: H. 4-N(Me)2CH2-Ph. 0, S), (N-llSl: H, S-Cl-pyridine-S-yl, 0, S). (N- 
1182: H, 5,6-diCl-pyridine-3-yl, O. S). (N.1183: H. 5-Cl-pyridine-2-yl. 0, S). 

25 (N.1184: H. 4:5-diCl-pyridine-2-yl, 0, S), (N-1185: H, 4-ClCH2-Bn, 0, S), (N- 
1186: H, Bn, O, S), (N-1187: H, 4-Cl-Bn. 0, S), (N-1188: H. 4-Br-Bii, 0, S), 
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(N-1189: H, 4.F-Bn, 0, S), (N.1190: H, 3,4-diCl-Bn, O, S). (N-1191: H, 3,4- 
diBr-Bn, 0, S), (N.1192: H, 3,4-diF.Bn, 0. S), (N-1193: H, 4-Cl-Bz, 0, S), (N- 
1194: H, 3,4-diCI-Bz, 0, S), (N-1195: H, 4-Br-Bz. 0, S). (N-1196: H, 3,4.diBr- 
Bz. 0, S). (N-1197: H. 4-F-Bz, O, S), (N-1198: H, 3.4-diF-Bz, O. S). (N-1199: H, 
5 4-NO2-B11, 0; S), (N.1200: H, 4-CN-Bn. 0, S), (N.1201: Me, Ph, 0, S), (N-1202: 
Me, 4.F-Ph, 0, S), (N-1203: Me, 4-Br-Ph, O, S), (N-1204: Me, 4-Me-Ph, 0, S), 
(N.1205: Me, 4.Ph-Ph, O. S), (N-1206: Me, 4-OMe.Ph, O. S), (N-1207: Me. 4- 
tBu-Ph. 0, S), (N-1208: Me, 4-COOMe.Ph, 0, S), (N.1209: Me, 4.Pen.Ph, 0, S). 
(N-1210: Me, 4-N02-Ph, 0, S), (N-1211: Me, 5-Cl-thiophene-2-yl, 0, S), (N- 

10 1212: Me, 3-Thienyl. O, S), (N-1213: Me, 2-Py, O, S), (N-1214: Me, S-Py, 0, S), 
(N-1215: Me, 4-Py. O, S), (N-1216: Me, 3,4-diF-Ph, O. S). (N-1217: Me, 5-Br- 
thiophene-2.yl, 0. S), (N.1218: Me. 4.C0NH2-Ph, O, S), (N.1219: Me. 4- 
CON(Me)H-Ph, 0, S), (N-1220: Me, 4-CON(Me)2-Ph. 0, S), (N-1221: Me, 4- 
iPrOC(=0)-Ph, O, S), (N-1222: Me, 4-nBuOC(=0)-Ph, 0, S), (N-1223: Me. 6- 

15 Me-pyridine-3-yl, O, S), (N.1224: Me. Quinolme-3-yl. 0, S), (N-1225: Me. 4- 
NH2-Ph, 0, S), (N-1226: Me, 4.N(Ac)H-Ph, 0, S), (N-1227: Me, 4-OH-Ph. O, S), 
(N.1228: Me, 3,4.di(OH)2-Ph, O, S), (N-1229: Me, 3,4.di(NH2)-Ph, O, S), (N- 
1230: Me, 3:4.[N(Ac)H]2-Ph, 0, S), (N-1231: Me, 4-SH.Ph, O. S), (N-1232: Me, 
4-SMe.Ph, O. S), (N-1233: Me. 3,4-diBr-Ph, 0. S), (N-1234: Me. 4-N(Me)H.Ph. 

20 O, S), (N.1235: Me, 4r4SI(Me)2-Ph, 0, S), (N-1236: Me, 4-N(Me)s*-Ph, 0, S), (N- 
1237: Me. 4-Et-Ph, O. S), (N-1238: Me. 4-iPr-Ph. O, S), (N-1239: Me, 4-nPr-Ph, 
O, S), (N-1240: Me, 4-nBu-Ph, 0, S), (N.1241: Me, 4.iBu-Pb, O, S), (N-1242: Me, 
3,4-diMe-Ph,.0, S), (N.1243: Me, l,3.Benzodioxole-5.yl, 0, S), (N-1244: Me, 
N-Me-pyridinium-4-yl, O, S). (N-1245: Me. N-Me-pyridinium-3-yl, O, S). (N- 

25 1246: Me, 5-Me-Pyridine-2-yl. O, S), (N.1247: Me, 2.Pyrazinyl, 0. S). (N-1248: 
Me, 3-Pyrrolyl. O, S). (N-1249: Me. l-Me-pyrrole-3-yl. O. S). (N-1250: Me, 
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Pyridine N.oxide-4-yl, 0, S), (N-1251: Me, Pyridine N-oxide-3-yl, 0, S), (N- 
1252: Me, G-OH-pyridine-S-yl, O, S), (N-1253: Me, 6-SH-pyridine-3-yl, 0, S), 
(N-1254: Me, l-Ac-pyrrole-3-yl, 0, S), (N-1255: Me, 4-CF3-Ph, O. S). (N-1256: 
Me, 4-CN-Ph, 0, S), (N-1257: Me, 4-CHO-Ph, 0, S). (N-1258: Me, 3-Cl-Ph. 0, S). 
5 (N-1259: Me, S-Br-Ph, 0, S), (N-1260: Me, 3-F-Ph, 0, S), (N-1261: Me, 3-I-Ph, 0. 
S). (N.1262: Me, 4-I-Ph, O, S), (N-1263: Me, 4-0CF3-Ph, O, S), (N-1264: Me, 
3,4-diI-Ph, 0. S), (N-1265: Me, Indole-6-yl, 0, S), (N-1266: Me, l-Ac-indole-6- 
yl, 0, S), (N-1267: Me. l-Me-indole-6-yl, 0. S), (N-1268: Me, 4-(l-Imidazolyl)- 
Ph, O, S), (N.1269: Me, 4-Morphorino-Ph, 0. S), (N-1270: Me, 4-(l- 

10 Piperazinyl)-Ph, 0, S), (N-1271: Me, 2:5-diMe-thiophene-3-yl, 0, S), (N-1272: 
Me, 2-Furyl, 0, S), (N-1273: Me, 5-Me-furan-2-yl, 0, S), (N-1274: Me. 5-Me- 
furan-2-yl, O. S), (N-1275: Me, 2.Thia2olyl, O, S), (N-1276: Me. 1:4- 
Benzodioxin-6-yl, 0. S), (N-1277: Me, Benzo(b]furan-2-yl, 0, S), (N-1278: Me, 
4-NH2CH2-Ph, 0, S), (N-1279; Me, 4-N(Me)HCH2-Ph, 0, S), (N-1280: Me, 4- 

15 N(Me)2CH2-Ph. 0, S). (N-1281:. Me. 6-Cl-pyridine-3-yl, O, S), (N-1282: Me. 
5.6-diCl-pyridine-3-yl. 0, S). (N-1283: Me, 5-Cl-pyridine-2.yl, O, S), (N-1284: 
Me. 4:5.diCl-pyridine-2-yl, O, S), (N.1285: Me, 4.C1CH2-Bn. 0, S). (N-1286: Me, 
Bn, O, S), (N-1287: Me, 4-Cl-Bn, O, S), (N-1288: Me, 4-Br-Bn, O, S). (N-1289: 
Me, 4-F-Bn, 0, S), (N-1290: Me, 3,4-diCl-Bn. 0, S), (N-1291: Me, 3.4-diBr-Bn. 0, 

20 S). (N-1292: Me. 3.4-diF.Bn. 0, S), (N.1293: Me, 4.C1-Bz. 0. S). (N-1294: Me. 
3,4-diCl-Bz, 0, S), (N-1295: Me, 4-Br.Bz, O, S), (N.1296: Me, 3,4-diBr-Bz, O, S), 
(N-1297: Me, 4-F-Bz, 0, S), (N.1298: Me. 3,4-diF-Bz, 0, S), (N-1299: Me, 4- 
N02-Bn, 0, S), (N.1300: Me, 4.CN-Bn. 0. S), (N-1301: Et. Ph. O. S). (N-1302: Et. 
4-F-Ph, 0, S). (N-1303: Et, 4-Br-Ph. 0. S), (N.1304: Et. 4-Me-Ph, O. S), (N- 

25 1305: Et, 4-Ph-Ph, 0. S), (N-1306: Et, 4-OMe-Ph, 0, S). (N-1307: Et, 4-tBu-Ph, 
O. S), (N-1308: Et, 4-COOMe-Ph, O, S), (N-1309: Et, 4-Pen-Ph. 0. S). (N-1310: 
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Et, 4-N02-Ph, 0, S), (N-1311: Et, 5-Cl-thiophene-2-yl, 0, S), (N-1312: Et, 3- 
Thienyl, 0, S), (N-1313: Et, 2-Py, O, S), (N.1314: Et, 3-Py, 0, S), (N-1315: Et, 
4-Py. 0, S), (N-1316: Et, 3.4-diF-Ph, O, S), (N-1317: Et, 5-Br-thiophene-2-yl, 0, 
S), (N-1318: Et, 4-CONH2-Ph, 0. S), (N-1319: Et. 4-C0N(Me)H-Ph. O, S), (N- 
5 1320: Et, 4.C0N(Me)a-Ph, 0, S), (N-1321: Et, 4-iPrOC(=0)-Ph, 0, S), (N.1322: 
Et. 4-nBuOC(=0)-Ph. O, S), (N-1323: Et, 6-Me-pyridine-3.yl, 0, S), (N-1324: Et, 
Quinoline-3-yl. O, S). (N.1325: Et, 4-NH2-Ph, 0, S), (N-1326: Et. 4.N(Ac)H-Ph. 
O, S), (N-1327: Et, 4-OH-Ph, 0, S), (N.1328: Et, 3,4.di(OH)2-Ph, 0, S). (N-1329: 
Et, 3,4-di(NH2)-Ph, 0, S), (N-1330: Et, 3:4.[N(Ac)H]2-Ph, O. S), (N.1331: Et. 

10 4-SH.Ph. 0. S), (N-1332: Et, 4-SMe-Fh, O, S), (N-1333: Et, 3,4-diBr-Ph. 0. S), 
(N-1334: Et, 4-N(Me)H-Ph, O, S). (N-1335: Et, 4-N(Me)2-Ph, 0, S). (N-1336: Et. 
4-N(Me)8+-Ph, 0. S), (N.1337: Et, 4-Et-Ph, 0. S). (N-1338: Et. 4.iPr.Ph. 0. S), 
(N-1339: Et, 4-nPr-Ph, O, S). (N-1340: Et, 4-nBu-Ph, 0, S), (N-1341: Et. 4- 
iBu-Ph, 0, S), (N-1342: Et, 3.4-diMe-Ph. 0, S), (N-1343: Et, 1,3-Benzodioxole- 

15 5-yl. 0, S), (N-1344: Et. N-Me-pyridinium-4-yl, 0. S). (N-1345: Et, N-Me- 
pyridinium-3-yl. 0, S). (N.1346: Et, 5-Me-Pyridiiie.2.yl. O, S). (N.1347: Et. 2- 
Pyrazinyl, 0, S). (N-1348: Et, 3-Pyrrolyl, 0, S), (N-1349: Et, l-Me-pyTTole-3-yl.. 
O. S). (N-1350: Et, Pyridine N.oxide-4-yl, 0. S), (N-1351: Et, Pyridine N- 
oxide-3-yl. 0, S). (N-1352: Et. 6-OH-pyridine-3-yl. O, S), (N-1353: Et, 6-SH- 

20 pyridine-3-yl, 0, S), (N.1354: Et, l-Ac-pyrrole-3-yl, O. S), (N-1355: Et, 4-CFs- 
Ph, O. S). (N.1356: Et. 4-CN.Ph, O. S), (N-1357: Et. 4-CHO-Ph. O. S). (N-1358: 
Et, 3-Cl-Ph, 0. S), (N-1359: Et, 3-Br-Ph, 0, S), (N-1360: Et, 3-F.Ph, 0, S), 
(N-1361: Et, 3-I.Ph, 0, S). (N-1362: Et, 4.1-Ph, 0. S), (N-1363: Et, 4-OCF3-Ph. 
O. S), (N.1364: Et, 3,4-diI-Ph, 0, S), (N-1366: Et, Indole-6-yl. 0, S). (N-1366: Et. 

25 l-Ac-indole-6-yl. 0, S), (N-1367: Et, l-Me-indole-6-yl, O, S), (N.1368: Et, 4- 
(l-ImidazolyO-Ph. 0. S). (N-1369: Et. 4-Morphorino-Ph, 0, S), (N-1370: Et, 4- 
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(l-Piperazinyl)-Ph, 0, S), (N-1371: Et, 2:5-diMe-thiophene-3-yl, O, S), (N- 
1372: Et, 2-Furyl, O, S), (N-1373: Et, 5-Me.furan-2.yl, 0, S), (N-1374: Et, 5- 
Me.furan-2-yl, 0, S), (N-1375: Et, 2.Thiazolyl, O, S). (N-1376: Et, 1:4- 
Benzodioxin.6-yl. 0, S), (N-1377: Et, Benzo[b]furan-2-yl, 0, S), (N-1378: Et, 
5 4-NH2CH2-Ph, O, S). (N-1379: Et, 4-N(Me)HCH2-Ph, O, S), (N-ISSO: Et, 4- 
N(Me)2CH2-Ph, O, S), (N.1381: Et, 6-Cl-pyridine-3-yl, 0, S), (N-1382: Et, 5,6- 
diCl-pyridine.3-yl, 0, S), (N-1383: Et, 5-Cl-pyridine-2-yl, O, S), (N-1384: Et, 
4:5-diCl-pyridine-2-yl. O, S), (N-1385: Et, 4-ClCH2-Bn, 0, S), (N-1386: Et, Bn. 
0, S), (N-1387: Et, 4.C1-Bn, 0, S), (N.1388: Et, 4-Br-Bn, 0, S), (N-1389: Et, 

10 4-F-Bn, 0, S), (N-1390: Et, 3,4-diCl-Bn, 0, S). (N-1391: Et. 3,4-diBr-Bn, 0, S), 
(N-1392: Et. 3,4-diF.Bn, O, S), (N-1393: Et, 4-Cl-Bz, O, S), (N-1394: Et, 3,4- 
diCl-Bz, 0. S), (N-1395: Et, 4-Br-Bz, 0, S), (N-1896: Et, 3.4-diBr.Bz, 0, S), 
(N-1397: Et, 4-F-Bz,.0, S), (N.1398: Et, 3,4-diF-Bz, O, S). (N-1399: Et, 4-N02- 
Bn, O, S), (N-1400: Et, 4-CN.Bn, 0. S), (N-1401: COOMe, Ph. O, S), (N-1402: 

15 COOMe, 4.F.Ph, O, S), (N-1403: COOMe, 4-Br.Ph, O, S), (N-1404: COOMe. 4- 
Me-Ph, 0, S), (N.1405: COOMe, 4.Ph-Ph, 0, S), (N-1406: COOMe, 4-OMe-Ph, O, 
S). (N-1407: COOMe, 4-tBu.Ph, O, S), (N.1408: COOMe, 4-COOMe-Ph, O, S). 
(N-1409: COOMe, 4-Pen-Ph, 0, S), (N-1410: COOMe, 4-N02-Ph, 0, S), (N-1411: 
COOMe, 5.Cl-thiophene-2-yl, 0, S), (N-1412: COOMe, 3-Thienyl, O, S), (N- 

20 1413: COOMe, 2-Py, O, S), (N.1414: COOMe, 3-Py. O, S), (N-1415: COOMe, 4- 
Py, 0, S), (N.1416: COOMe, 3,4-diF-Ph, O, S), (N-1417: COOMe, 5-Br- 
thiophene-2-yl, 0, S), (N-1418: COOMe, 4-CONH2-Ph, 0, S), (N-1419: COOMe, 
4-C0N(Me)H-Ph, O, S), (N-1420: COOMe, 4-CON(Me)2-Ph, O. S), (N.1421: 
COOMe, 4-iPrOC(=0)-Ph, 0. S), (N-1422: COOMe, 4.nBuOC(=0)-Ph, 0, S), 

25 (N.1423: COOMe, 6-Me-pyridine-3-yl, O, S), (N-1424: COOMe, Quinoline.3-yl, 
0, S), (N-1425: COOMe, 4-NH2-Ph. 0, S), (N.1426: COOMe, 4.N(Ac)H-Ph, 0, S), 
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(N-1427: COOMe! 4.0H-Ph, 0, S). (N-1428: COOMe, 3,4.di(OH)2-Ph, 0, S), 
(N-1429: COOMe, 3,4-di(NH2)-Pli, 0, S). (N-1430: COOMe, 3:4-[N(Ac)H]2-Pli, 0, 
S), (N.1431: COOMe, 4-SH-Pli, 0, S), (N.1432: COOMe, 4-SMe.Ph, 0, S), (N- 
1433: COOMe. 3,4-diBr-Ph, 0, S), (N-1434: COOMe. 4.N(Me)H.Ph, O, S), (N- 
5 1435: COOMe. 4-N(Me)2-Ph, O, S), (N-1436: COOMe. 4.N(Me)s*-Ph, 0. S), (N- 
1437: COOMe. 4.Et-Ph, O, S), (N-1438: COOMe, 4-iPr-Ph, O, S), (N-1489: 
COOMe, 4-nPr-Ph, O, S), (N.1440: COOMe, 4.nBu-Ph, O, S), (N.1441: COOMe, 
4-iBu.Ph, 0, S), (N-1442: COOMe, 3,4-diMe-Ph, O. S), (N.1443: COOMe. 1,3- 
Ben2odioxole-5-yl, O, S), (N-1444: COOMe, N-Me-pyridinium-4.yl. O. S), (N- 
10 1445: COOMe, N-Me-pyridiiiium-3-yl. 0, S), (N-1446: COOMe, 5-Me- 
Pyridine-2-yl, 0, S). (N.1447: COOMe, 2.Pyrazinyl. 0, S), (N-1448: COOMe. 

3- Pyrrolyl. O, S), (N-1449: COOMe, l-Me-pyrrole-3-yl, O, S), (N-1450: COOMe, 
Pyridine N.oxide-4-yl. O, S). (N-1451: COOMe, Pyridine N-oxide-3-yl, 0, S), 
(N.1452: COOMe, 6-OH-pyridine-3-yl, 0, S), (N-1453: COOMe, 6-SH- 

15 pyridine-3-yl. 0, S), (N-1454: COOMe. l-Ac-pyrrole-S-yl. O. S), (N.1455: 
COOMe, 4-CF3-Ph. O, S). (N-1456: COOMe. 4.CN-Ph. O. S), (N-1457: COOMe, 

4- CHO-Ph, O. S). (N-1458: COOMe. S-Cl-Ph. 0. S), (N-1459: COOMe, 3-Br.Ph, 
0, S). (N-1460: COOMe, 3-F.Ph, 0, S), (N-1461: COOMe, 3-I-Ph, O. S), (N-1462: 
COOMe, 4-I-Ph. O. S), (N-1463: COOMe, 4.0CF3-Ph, O, S), (N-1464: COOMe, 

20 3,4.diI-Ph, 0, S). (N-1465: COOMe. Indole-6-yl. 0. S). (N.1466: COOMe, 1- 
Ac-indole-6-yl, O, S), (N-1467: COOMe, l-Me-indole-S-yl, O. S), (N-1468: 
COOMe. 4-(l-Imidazolyl)-Ph. 0, S), (N-14G9: COOMe. 4-Morphorino-Ph. O, S), 
(N-1470: COOMe, 4-(l-Piperazinyl)-Ph, 0. S), (N-1471: COOMe, 2:5-diMe- 
thiophene.3.yl, 0. S). (N-1472: COOMe. 2.FuryI, 0. S), (N.1473: COOMe. 5.- 

25 Me-furan-2-yl, 0. S), (N-1474: COOMe, 5-Me-furan-2-yl. O, S), (N-1475: 
COOMe. 2-Thiazolyl, O, S), (N.1476: COOMe. l:4-Benzodioxin-6-yl. 0. S), (N- 
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1477: COOMe, Benzo[b]furan-2-yl, O, S), (N-1478: COOMe, 4-NH2CH2-Ph, 0. 
S), (N-1479: COOMe, 4-N(Me)HCH2-Ph, O, S), (N.1480: COOMe, 4- 
N(Me)2GHa-Ph, 0. S), (N-1481: COOMe, 6-Cl-pyridine-3-yl, O, S), (N-1482: 
COOMe. 5,6-diCl-pyridiiie.3-yl, 0, S), (N.1488: COOMe. 5-Cl-pyridine.2.yl, 0. 
5 S), (N-1484: COOMe, 4:5-diCl.pyridine-2-yl, O, S), (N-1485: COOMe, 4- 
CICH2-B11, O, S). (N-1486: COOMe, Bn, 0, S), (N-1487: COOMe, 4-Cl-Bii, 0, S), 
(N-1488: COOMe. 4.Br.Bn, 0, S), (N.1489: COOMe. 4-F-Bn. 0. S), (N-1490: 
COOMe, 8,4.diCl-Bn. 0, S), (N.1491: COOMe. 3,4-diBr-Bn, O. S), (N.1492: 
COOMe, 3,4-diF.Bii, 0, S), (N-1493: COOMe, 4-Cl-Bz, 0, S), (N-1494: COOMe, 

10 3.4-diCl-Bz. 0. S). (N-1495: COOMe, 4.Br-Bz, 0. S). (N-1496: COOMe, 3,4- 
diBr-Bz. 0, S), (N-1497: COOMe. 4-F.Bz, 0, S). (N-1498: COOMe, 3,4-diF-Bz. 0. 
S), (N.1499: COOMe, 4-N02-Bn, 0. S), (N-ISOO: COOMe. 4.CN-Bn, O, S). (N- 
1501: Ph, Me. S, O), (N-1502: 4-F-Ph, Me, S, O), (N.1503: 4-Br.Ph, Me, S, 0), 
(N.1504: 4-Me-Ph, Me. S. O), (N-1505: 4-Ph-Ph, Me, S, O), (N.1506: 4-OMe-Ph, 

15 Me, S, O), (N-1507: 4-tBu-Ph, Me, S, 0), (N-1508: 4-COOMe-Ph. Me. S, O), 
(N-1509: 4.Pen-Ph. Me. S, O). (N-1510: 4.N02-Ph. Me, S, O), (N-lSll: 5-Cl- 
thiophene-2-yl. Me, S, O), (N-1512: 3-Thienyl, Me, S, O), (N-1513: 2.Py, Me, S, 
0), (N.1514: 3.Py. Me, S, O), (N.1515: 4-Py, Me, S, 0), (N-1516: 3,4.diF-Ph, Me, 
S. 0). (N-1517: 5-Br.thiophene-2.yl. Me. S. 0). (N-1518: 4-CONH2-Ph, Me. S. 

20 0), (N-1519: 4.C0N(Me)H-Ph, Me. S. O). (N-1520: 4-CON(Me)2-Ph. Me. S, O), 
(N.1521: 4.iPrOC(=0)-Ph. Me. S, 0), (N-1522: 4-nBuOC(=0)-Ph, Me, S, O), 
(N-1523: 6-Me-pyridine-3-yl, Me, S. 0), (N-1524: Quinolme-3-yl, Me, S. O), 
(N-1525: 4-NH2-Ph, Me, S, 0). (N-1526: 4-N(Ac)H-Ph. Me, S. O). (N.1527: 4- 
OH-Ph. Me, S, O). (N-1528: 3.4-di(OH)2-Ph. Me, S. 0), (N-1529: 3.4-di(NH2)-Ph, 

25 Me, S, 0), (N-1530: 3:4-[N(Ac)H]2-Ph, Me, S, 0), (N-1531: 4.SH.Ph, Me, S, 0), 
(N-1532: 4-SMe-Ph. Me, S, 0), (N-1533: 3.4-diBr-Ph, Me, S. 0), (N.1534: 4- 

99 



wo 01/07423 



PCT/JPOO/04909 



N(Me)H.Ph, Me, S, 0), (N-1535: 4-N(Me)2-Ph, Me. S, 0), (N.1536: 4.N(Me)3*- 
Ph, Me, S, O), (N.1537: 4.Et-Ph, Me, S, 0), (N.1538: 4-iPr-Ph, Me, S, O), (N- 
1539: 4.nPr.Ph, Me, S, 0), (N.1540: 4-nBu-Ph. Me. S, 0), (N.1541: 4-iBu-Ph, 
Me, S. O), (N-1542: 3,4-diMe-Ph, Me, S, O), (N-1543: 1.3-Benzodioxole-5-yl, Me. 
5 S, 0), (N-1544: N-Me-pyridinium-4-yl, Me, S, 0), (N-1545: N-Me-pyridinium- 
3-yl. Me, S, O), (N-1546: 5-Me-Pyridme.2.yl, Me, S. 0), (N.1547: 2-Pyrazinyl, 
Me, S, 0), (N-1548: 3-Pyrrolyl, Me, S, 0), (N-1549: l-Me.pyrrole-3-yl, Me, S, O), 
(N-1550: Pyridine N-oxide-4.yl, Me, S, 0), (N-1551: Pyridine N-oxide-3-yl, Me, 
S, 0), (N-1552: 6-OH-pyridine-3-yl, Me, S, O), (N-1553: 6-SH-pyridine-3-yl, Me, 
10 S, O). (N.1554: l-Ac-pyrrole-3-yl, Me, S, O), (N.1555: 4-CF3-Ph, Me, S, 0), 
(N-1556: 4.CN-Ph, Me, S, O). (N.1657: 4.CH0-Ph, Me, S, 0), (N-1558: 3-Cl-Ph, 
Me. S, 0), (N-1569: 3-Br.Ph, Me, S, 0), (N-1560: 3-F-Ph, Me, S. 0), (N-1561: 

3- I-Ph, Me, S. 0), (N-1562: 4.I.Ph, Me, S, O), (N-1563: 4-OCF3-Ph, Me, S, 0), 
(N.1564: 3,4.diI-Ph, Me, S, 0), (N-1565: Indole-6-yl, Me, S, 0), (N-1566: l-Ac- 

15 indole-6-yl, Me, S, 0). (N-1567: l-Me-indole-6-yl, Me, S. 0), (N-1568: 4-(l- 
Imidazolyl)-Ph, Me, S. O). (N-1569: 4-Morphorino-Ph. Me. S, O), (N-1570: 4- 
(l-Piperazinyl)-Ph, Me, S, 0), (N-1571: 2:5-diMe-thiophene-3-yl, Me, S, O), 
(N.1572: 2-Furyl, Me, S, 0), (N-1573: 5-Me-furan-2-yl, Me, S, 0), (N-1574: 5- 
Me-furan-2-yl, Me, S, O), (N-1575: 2-Thia2olyl. Me, S. O). (N.1576: 1:4- 

20 Benzodioxin-6-yl. Me, S. 0), (N-1577: Benzo[b]furan.2-yl, Me, S. O), (N.1578: 

4- NH2CH2-Ph. Me, S, O). (N.1579: 4-N(Me)HCH2-Ph, Me, S, O), (N-1580: 4- 
N(Me)2CH2-Ph, Me, S, 0), (N-1581: 6-Cl-pyridine-3-yl, Me, S, 0), (N-1582: 
5,6.diCl.pyridine-3-yl, Me, S, 0). (N-1583: 5-Cl-pyridine-2-yl, Me. S, 0), (N- 
1584: 4:5-diCl-pyridine-2-yl. Me, S. O). (N-1585: 4-ClCH2-Bn, Me, S, O), (N- 

25 1586: Bn, Me, S, 0), (N-1587: 4-Cl-Bn, Me, S, 0), (N-1588: 4.Br.Bn, Me, S, 0), 
(N-1589: 4-F-Bn. Me, S, 0), (N-1590: 3,4-diCl-Bn. Me, S, O). (N-1591: 3,4- 
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diBr-Bn, Me, S, O), (N-1592: 3,4-diF-Bn, Me, S, 0), (N-1593: 4-Cl-Bz. Me, S, 0), 
(N-1694: 3,4.diCl-Bz, Me. S, 0), (N-1595: 4-Br-Bz, Me, S, O), (N-1596: 3,4- 
diBr-Bz, Me, S, 0). (N-1597: 4-F-Bz. Me, S, 0), (N-1598: 3,4.diF-Bz, Me, S, 0). 
(N-1599: 4-N02-Bn, Me, S, O), (N-1600: 4-CN.Bn, Me, S. 0), (N-1602: 4-F-Ph, 

5 Et, S, 0). (N-1603: 4.Br-Ph, Et, S, 0), (N.1604: 4-Me-Ph, Et, S, 0), (N-1605: 
4.Fh-Ph, Et, S, 0), (N.1606: 4-OMe-Ph, Et, S, 0), (N.1607: 4-tBu-Ph, Et, S, 0), 
(N-1608: 4-COOMe-Ph. Et. S. 0), (N.1609: 4-Peii-Ph. Et, S, O). (N-ISIO: 4- 
N02-Ph, Et, S, 0), (N-1611: 5-Cl-thiophene.2.yl, Et, S. 0), (N-1612: 3-Thienyl, 
Et, S, 0), (N-1613: 2-Py, Et, S, O), (N-1614: 3-Py, Et, S, O), (N-1615: 4-Fy, Et. 

10 S, 0), (N-1616: 3.4-diF-Ph, Et, S, O), (N-1617: 5-Br-thiophene-2-yl, Et, S, O), 
(N.1618: 4-CONH2.Ph, Et, S, O). (N-1619: 4-C0N(Me)H.Ph, Et, S, O), (N-1620: 
4.C0N(Me)2-Ph, Et, S, O). (N-1621: 4.iPrOC(=0)-Ph, Et, S, 0), (N.1622: 4- 
nBuOC(=0)-Ph, Et, S, 0), (N.1623: 6-Me-pyridine-3-yl. Et, S, O), (N.1624: 
Quinoline-3-yl. Et, S. 0), (N-1625: 4-NH2-Ph. Et, S, 0), (N-1626: 4-N(Ac)H.Ph. 

15 Et, S, 0), (N-1627: 4-OH.Ph, Et, S, 0), (N-1628: 3,4-di(OH)2-Ph, Et, S, O). (N- 
1629: 3,4.di(NH2)-Ph, Et, S, O), (N-1630: 3:4.IN(Ac)H]2-Ph, Et. S, 0), (N-1631: 
4-SH-Ph, Et, S, 0), (N-1632: 4-SMe-Ph, Et, S, 0), (N-1633: 3,4-diBr-Ph, Et, S, 
0), (N-1634: 4-N(Me)H-Ph, Et, S. O). (N-1635: 4-N(Me)2-Ph. Et, S, 0), (N-1636: 

4- N(Me)3*-Ph, Et, S, O), (N-1637: 4.Et.Ph, Et. S, O), (N-1638: 4.iPr-Ph. Et. S. 
20 O), (N-1639: 4-nPr-Ph, Et, S, 0), (N-1640: 4-nBu-Ph, Et, S, 0). (N.1641: 4- 

iBu-Ph, Et, S, O), (N-1642: 3,4-diMe-Ph, Et, S. 0). (N-1643: 1,3-Benzodioxole- 

5- yl. Et, S. O). (N.1644: N-Me-pyridinium-4-yl, Et, S, 0), (N-1645: N-Me- 
pyridinium-3-yl. Et. S. O), (N.1646: 5-Me-Pyridine-2.yl. Et. S, 0), (N-1647: 2- 
Pyrazinyl, Et, S, 0), (N-1648: 3-Pyrrolyl. Et, S, 0), (N-1649: l-Me-pyrrole-3-yl. 

25 Et, S, 0), (N-1650: Pyridine N-oxide-4-yI, Et, S, O), (N-1651: Pyridine N- 
oxide-3-yl, Et, S, 0). (N-1652: 6-OH-pyridine-3-yl, Et, S. 0), (N-1653: 6-SH- 
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pyridine-3-yl, Et, S, 0), (N-1654: l-Ac-pyrrole-3-yl, Et, S. 0), (N.1655: 4-CF3- 
Ph, Et, S, O), (N-1656: 4-CN-Ph, Et, S, 0), (N-1657: 4-CHO-Ph, Et, S, 0), (N- 
1658: 3-Cl-Ph, Et, S, 0). (N-1659: 3-Br-Ph, Et, S. 0), (N-1660: 3-F-Ph, Et. S, 0), 
(N-1661: 3-I-Ph, Et, S, 0). (N-1662: 4.1-Ph. Et, S, 0). (N-1663: 4-OCF3-Ph, Et, 
5 S, 0), (N-1664: 3,4.diI-Ph, Et, S. 0), (N-1665: Indole-6-yl, Et, S, O), (N.1666: 
l-Ac-indole-6-yI, Et, S, O). (N-1667: l-Me-indole-6-yl, Et, S, 0), (N-1668: 4- 
(l-Imidazolyl).Ph, Et, S, O), (N.1669: 4.Morphorino-Ph. Et, S, O), (N.1670: 4- 
(l-Piperazinyl)-Ph, Et, S, 0), (N.1671: 2:5-diMe-thiophene-3-yl, Et, S, O), (N- 
1672: 2-Furyl. Et. S, O), (N-1673: 5-Me-furan-2-yl, Et, S. O). (N-1674: 5-Me- 
10 furan.2-yl, Et, S, O), (N-1675: 2-Thiazolyl, Et, S, 0), (N-1676: 1:4- 
Beiizodioxin-6-yl, Et, S, O). (N-1677: Benzo[b]furan.2-yl, Et, S, 0), (N-1678: 

4. NH2CH2-Ph, Et, S, 0), (N.1679: 4-N(Me)HCH2-Ph, Et, S, 0). (N.1680: 4- 
N(Me)2CH2-Ph, Et, S, 0), (N-1681: 6-Cl-pyridine-3-yl, Et, S, O). (N.1682: 5,6- 
diCl-pyridine-3-yl, Et, S, O), (N-1683: 5-Cl-pyridine-2-yl, Et, S, 0), (N-1684: 

15 4:5-diCl-pyridine-2-yl, Et, S, O). (N.1685: 4-CICH2-Bn, Et, S. 0), (N-1686: Bn, 
Et, S, 0), (N-1687: 4.Cl.Bn. Et, S, 0), (N-1688: 4.Br-Bn, Et, S, O). (N.1689: 
4-F-Bn, Et, S, O), (N-1690: 3,4-diCl-Bn, Et, S, O), (N-1691: 3,4-diBr-Bn, Et, S, 
O), (N-1692: 3,4-diF-Bn, Et, S. 0). (N-1693: 4.C1-Bz, Et, S, 0), (N-1694: 3,4- 
diCl-Bz, Et, S, 0), (N-1695: 4-Br-Bz, Et, S, O). (N-1696: 3.4-diBr-Bz. Et, S, O), 

20 (N.1697: 4-F-Bz, Et, S. 0), (N-1698: 3,4-diF.Bz, Et, S, O), (N.1699: 4-N02-Bn, 
Et, S, 0), (N-1700: 4-CN-Bn, Et, S, 0), (N-HOl: Ph. COOMe, S. O), (N-1702: 

4- F-Ph. COOMe. S, 0), (N-1703: 4-Br-Ph, COOMe, S, 0), (N-1704: 4.Me-Ph, 
COOMe, S, O). (N-1705: 4-Ph-Ph, COOMe, S. O). (N-1706: 4-OMe-Ph, COOMe. 

5, O), (N-1707: 4-tBu-Ph, COOMe, S, 0). (N-1708: 4-COOMe-Ph, COOMe. S, 0). 
25 (N-1709: 4.Pen-Ph. COOMe, S, 0), (N-ITIO: 4-N02-Ph, COOMe, S, 0), (N-1711: 

5- Cl-thiophene-2-yl, COOMe, S, 0), (N-1712: 3-Thienyl. COOMe, S, 0). (N- 
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1713: 2-Py, COOMe, S, 0), (N.1714: 3-Py. COOMe, S, 0), (N-1715: 4-Py, 
COOMe, S, 0), (N-1716: 3,4-diF-Ph, COOMe, S. 0), (N-1717: 5-Br-thiophene- 
2-yl, COOMe, S, 0). (N-1718: 4.CONH2-Ph, COOMe. S, O). (N.1719: 4- 
CON(Me)H.Ph. COOMe, S, O), (N-1720: 4-CON(Me)2-Ph. COOMe, S, O), (N- 
5 1721: 4-iPrOC(=0)-Ph, COOMe. S, 0). (N-1722: 4-nBuOC(=0)-Ph. COOMe, S, 
0), (N-1723: 6-Me-pyridine-3-yl. COOMe, S, 0), (N-1724: Quinoline-3-yl, 
COOMe, S, 0), (N-1725: 4.NH2-Ph, COOMe, S, 0), (N-1726: 4-N(Ac)H-Ph. 
COOMe. S, 0), (N 1727: 4.0H.Ph, COOMe, S, 0). (N-1728: 3,4.di(OH)2-Ph, 
COOMe, S, 0), (N-1729: 3,4-di(NH2)-Ph, COOMe, S, 0), (N-1730: 3:4- 

10 [N(Ac)H]2-Ph, COOMe, S, 0). (N-1731: 4-SH.Ph, COOMe, S, 0), (N-1732: 4- 
SMe-Ph, COOMe, S, 0), (N-1733: 3,4-diBr-Ph, COOMe, S, 0). (N-1734: 4- 
N(Me)H-Ph, COOMe. S, O). (N-1735: 4.N(Me)2-Ph. COOMe, S, O), (N-1736: 4- 
N(Me)3*-Ph. COOMe. S. 0), (N-1737: 4-Et-Ph, COOMe. S, 0), (N-1738: 4-iPr. 
Ph, COOMe, S, O), (N-1739: 4-nPr-Ph, COOMe, S, 0), (N-1740: 4-nBu-Ph. 

15 COOMe. S. 0), (N-1741: 4-iBu-Ph, COOMe. S, 0), (N-1742: 3,4-diMe-Ph, 
COOMe. S, 0), {N-1743: l,3-Benzodioxole-5-yl, COOMe, S, O). (N-1744: N- 
Me-pyridinium-4-yl. COOMe, S, 0), (N-1745: N-Me-pyridinium-3-yl, COOMe, 
S, O), (N-1746: 5-Me-Pyridme-2-yl, COOMe. S, O), (N-1747; 2-Pyrazinyl, 
COOMe, S, O). (N-1748: 3-Pyrrolyl, COOMe, S, 0), (N-1749: l-Me-pyrrole-3-yl, 

20 COOMe. S. O), (N-1750: Pyridine N.oxide-4-yl. COOMe, S, O), (N-1751: 
Pyridine N-oxide-S-yl, COOMe, S, 0), (N.1752: G-OH-pyridine-S-yl, COOMe, S, 
O), (N-1753: 6-SH.pyridine-3-yl, COOMe, S, O), (N-1754: l-Ac-pyrrole-3-yl, 
COOMe, S, 0), (N-1755: 4.CF3-Ph, COOMe, S, O), (N.1756: 4-CN-Pb, COOMe, 
S. 0), (N-1757: 4-CHO-Ph, COOMe, S, O). (N-1758: 3-CI-Ph, COOMe, S, O), 

25 (N-1759: 3-Br.Ph, COOMe, S, 0), (N-1760: 3-F-Ph, COOMe, S, 0), (N-1761: 3- 
I-Ph, COOMe, S, 0), (N.1762: 4-I-Ph, COOMe, S, O), (N-1763: 4.0CF3.Ph, 
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COOMe, S, O), (N-1764: 3,4-diI.Ph, COOMe, S, 0), (N.1765: Indole-6-yl, 
COOMe. S, O), (N-1766: l-Ac-indole-G-yl, COOMe, S, 0), (N-1767: 1-Me- 
indole-6-yl, COOMe, S, 0), (N-1768: 4.(l-Imidazolyl)-Ph, COOMe, S, 0). (N- 
1769: 4-Morphorino-Ph, COOMe, S, O), (N-1770: 4.(1-Piperazinyl)-Ph, COOMe, 
5 S, 0), (N.1771: 2:5-diMe-thiophene-3-yl, COOMe, S, 0), (N-1772: 2-F«ryl, 
COOMe, S, O), (N-1773: 5-Me-furaii-2-yl, COOMe. S, 0), (N-1774: 5-Me- 
furan-2-yl, COOMe, S, 0), (N.1775: 2-Thiazolyl. COOMe, S. O), (N-1776: 1:4- 
Benzodioxin-6-yl, COOMe, S, 0), (N-1777: Ben2o[b]furan-2-yl, COOMe, S, 0). 
(N-1778: 4-NH2CH2-Ph, COOMe, S, 0), (N.1779: 4-N(Me)HCH2-Ph, COOMe, S, 

10 0), (N-1780: 4-N(Me)2CH2-Ph, COOMe, S, 0), (N-1781: G-Cl-pyridine-S-yl. 
COOMe, S, 0), (N.1782: 5,6-diCl-pyridine-3.yl, COOMe, S, O), (N.1783: 5-01- 
pyridine-2-yl, COOMe, S. O), (N-1784: 4:5-diCl-pyridine-2-yl, COOMe. S, O), 
(N-1785: 4-ClCH2-Bn, COOMe, S, O). (N-1786: Bn, COOMe. S, O), (N-1787: 4- 
Cl-Bn. COOMe, S, O), (N-1788: 4-Br-Bn, COOMe, S, 0), (N-1789: 4-F.Bn, 

15 COOMe, S, O), (N-1790: 3,4.diCl-Bn. COOMe, S, O), (N.1791: 3,4-diBr-Bn, 
COOMe, S, 0), (N-1792: 3,4-diF-Bii, COOMe, S, O), (N-1793: 4-Cl-Bz, COOMe, 
S, O). (N.1794: 3,4.diCl-Bz, COOMe, S, 0), (N.1795: 4.Br.Bz, COOMe. S, O), 
(N-1796: 3,4-diBr-Bz, COOMe, S. 0), (N-1797: 4.F-Bz, COOMe, S, O), (N-1798: 
3,4-diF-Bz, COOMe, S, O), (N-1799: 4.N02-Bn, COOMe, S, O). (N-1800: 4-CN- 

20 Bn, COOMe, S, O), (N-lSOl: H, Ph, S, 0), (N-1802: H, 4-F.Ph, S, O), (N-1803: H, 
4-Br-Ph, S, O), (N-1804: H, 4-Me-Ph, S, 0), (N-1805: H, 4-Ph-Ph. S. O), (N- 
1806: H, 4-OMe-Ph, S, 0), (N-1807: H, 4-tBu-Ph, S, 0), (N-1808: H, 4- 
COOMe-Ph, S, 0), (N-1809: H, 4-Pen-Ph, S, O), (N-1810: H, 4-N02-Ph, S, 0), 
(N-1811: H. 5-Cl-thiophene-2-yl. S, O), (N-1812: H. 3-Thienyl. S, O), (N-1813: 

26 H. 2-Py, S, O), (N-1814: H, 3-Py, S, O), (N-IBIS: H, 4.Py, S, 0), (N-1816: H, 
3,4-diF-Ph, S, O), (N-1817: H, 5-Br-thiophene-2.yl, S. 0), (N.1818: H, 4- 
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C0NH2.Ph, S, O), (N-1819: H, 4-C0N(Me)H-Ph, S, O), (N.1820: H, 4- 
C0N(Me)2-Ph, S, 0), (N-1821: H, 4-iPrOC(=0).Ph, S, 0), (N-1822: H, 4- 
nBuOC(=0)-Ph, S, 0), (N-1823: H, 6-Me-pyridine-3-yI, S, 0), (N-1824: H, 
Quinoline-3-yl, S. 0). (N-1825: H, 4.NH2-Ph, S, 0). (N-1826: H, 4-N(Ac)H-Ph, S. 
5 0), (N-1827: H, 4-OH-Ph, S, 0), (N.1828: H, 3,4-di(OH)2-Ph, S, 0). (N-1829: H, 
3,4-di(NH2)-Ph, S, 0), (N-1830: H, 3:4-[N(Ac)H]2-Ph, S, 0). (N-1881: H, 4-SH- 
Ph. S, 0), (N.1832: H. 4.SMe-Ph, S, 0). (N-1833: H, 3,4-diBr-Ph, S. 0), (N-1834: 
H. 4-N(Me)H-Ph, S. O), (N-1835: H, 4-N(Me)2-Ph. S, O), (N.1836: H, 4- 
N(Me)3+.Ph, S, 0), (N.1837: H, 4.Et.Ph. S, 0). (N-1838: H, 4.iPr.Ph, S, O), 
10 (N-1839: H, 4-nPr.Ph, S, 0). (N-1840: H, 4.nBu-Ph, S, 0), (N-1841: H, 4-iBu- 
Ph. S, 0), (N.1842: H. 3,4.diMe-Ph, S. O), (N.1843: H, l,3-BenzodioxoIe-5-yl, S. 
0), (N-1844: H, N-Me-pyridinium-4-yl. S, 0), (N-1845: H, N-Me-pyridinium- 

3- yl, S. 0), (N-1846: H, 5-Me-Pyridine-2-yl, S, O), (N-1847: H, 2-Pyrazmyl, S, 
0), (N-1848: H, 3-Pyrrolyl, S, 0), (N-1849: H, l-Me-pyrrole-S-yl. S, 0), (N- 

15 1850: H, Pyridine N-oxide-4-yl, S, 0), (N.1851: H, Pyridine N.oxide-3-yl, S, O), 
(N-1852: H, 6-OH-pyridine.3-yl, S, 0), (N-1853: H, 6-SH-pyridine-3-yl, S, 0). 
(N-1854: H, l-Ac-pyrrole-3-yl, S. 0), (N-1855: H, 4-CF3-Ph, S, 0), (N-1856: H, 

4- CN-Ph, S, O), (N-1857: H, 4-CHO-Ph, S, 0), (N-1858: H, 3-Cl-Ph, S, 0), (N- 
1859: H, 3-Br-Ph, S, O), (N-1860: H, 3-F-Ph, S, O), (N-1861: H, 3-I-Ph. S, O). 

20 (N.1862: H, 4-I-Ph, S. O), (N.1863: H, 4-OCF3-Ph, S, O), (N-1864: H. 3.4-diI-Ph. 
S, 0), (N-1865: H, Indole-6-yl, S, 0), (N-1866: H, l-Ac-indole-G-yl. S, O), (N- 
1867: H, l-Me-indole-6-yI, S, 0), (N-1868: H. 4-(l-Imidazolyl)-Ph, S, 0), (N- 
1869: H, 4.Morphorino-Ph, S, 0), (N-1870: H, 4-(l-Piperazinyl)-Ph, S, 0), (N- 
1871: H, 2:5-diMe-thiophene-3-yl. S, 0), (N-1872: H. 2-FuryI, S, 0). (N-1873: H. 

25 5-Me-furan-2-yl, S, O), (N.1874: H, 5-Me-furan-2-yl. S, O), (N-1875: H, 2- 
Thiazolyl, S, 0). (N-1876: H, l:4.Benzodioxin-6-yl, S, 0), (N.1877: H, 
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Benzotb]furan.2-yl. S, 0), (N-1878: H, 4-NH2CH2.Ph. S, O), (N.1879: H, 4- 
N(Me)HCH2-Ph. S. 0), (N-1880: H, 4-N(Me)2CH2-Ph, S, O), (N-1881: H. 6-Cl- 
pyridine-3-yl, S, 0), (N.1882: H, 5.6-diCl-pyridine-3-yl, S, 0), (N-1883: H, 5- 
Cl-pyridine-2.yl, S. 0), (N-1884: H. 4:5-diCl-pyridine-2-yl. S, O), (N-1885: H, 
5 4-ClCH2-Bn, S, 0), (N-1886: H. Bn, S. 0), (N-1887: H, 4-Cl-Bn, S. O), (N.1888: 
H, 4-Br.Bn, S, 0), (N-1889: H, 4-F-Bn, S, 0), (N-1890: H, 3,4-diCl-Bn, S, 0), 
(N-1891: H. 3,4.diBr-Bn, S, 0). (N-1892: H, 3,4-diF-Bii, S. 0). (N.1893: H, 4- 
Cl-Bz, S, 0). (N.1894: H, 3,4.diCl-Bz, S, 0), (N-1895: H, 4-Br-Bz, S, O), (N- 
1896: H. 3,4-diBr.Bz, S. 0), (N-1897: H, 4-F-Bz. S, O). (N.1898: H. 3.4-diF.Bz, 

10 S. O), (N-1899: H, 4-N02-Bn, S, O), (N-1900: H, 4-CN.Bn, S, 0), (N-1901: Et, Ph, 
S, O). (N-1902: Et, 4-F.Ph, S, 0), (N.1903: Et, 4-Br-Ph, S, O), (N-1904: Et, 4- 
Me-Ph, S, 0). (N.1905: Et, 4-Ph.Ph, S. 0), (N-1906: Et, 4.0Me-Ph, S, O), (N- 
1907: Et. 4-tBu.Ph, S, O), (N-1908: Et, 4.C00Me-Ph, S. O), (N-1909: Et, 4- 
Pen-Ph, S, 0), (N-1910: Et, 4-N02-Ph, S, 0), (N-1911: Et, 5-Cl-thiophene-2-yl, 

15 S, O), (N.1912: Et, 3-Thienyl. S, 0), (N-1913: Et, 2-Py. S, O), (N-1914: Et, 3-Py, 
S, O), (N-1915: Et, 4.Py, S, 0), (N-1916: Et, 3,4.diF-Ph, S, 0). (N-1917: Et, 6- 
Br-thiophene-2.yl, S. 0), (N-1918: Et, 4-C0NH2-Ph. S. O), (N-1919: Et, 4- 
CON(Me)H-Ph. S, 0), (N-1920: Et, 4-CON(Me)2-Ph, S, 0), (N-1921: Et, 4- 
iPrOC(=0)-Ph, S, O), (N-1922: Et, 4-nBuOC(=0)-Ph, S. 0), (N-1923: Et, 6- 

20 Me-pyridine-3-yl, S, 0), (N-1924: Et, Quinoline-3-yl. S, 0), (N-1925: Et, 4- 
NH2-Ph, S, O). (N.1926: Et, 4.N(Ac)H-Ph, S, 0), (N-1927: Et, 4.0H-Ph, S, O), 
(N-1928: Et, 3.4.di(OH)2-Ph, S, 0), (N-1929: Et. 3,4.di(NH2)-Ph, S, 0), (N-1930: 
Et. 3:4.[N(Ac)H]2-Ph, S, 0), (N-1931: Et, 4-SH-Ph, S, O), (N-1932: Et, 4.SMe- 
Ph, S. 0), (N-1933: Et. 3,4.diBr-Ph, S, 0), (N.1934: Et, 4-N(Me)H-Ph, S, 0), 

25 (N-1935: Et, 4-N(Me)2.Ph, S, 0), (N-1936: Et, 4.N(Me)3+-Ph, S, 0), (N-1937: Et, 
4.Et-Ph, S, 0), (N.1938: Et, 4-iPr-Ph, S, 0). (N-1939; Et, 4-nPr-Ph, S, 0), (N- 
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1940: Et, 4.nBu.Ph, S, 0), (N-1941: Et, 4-iBu.Ph, S, 0), (N-1942: Et, 3,4- 
diMe-Ph, S, 0), (N-1943: Et, l,3-Benzodioxole-5-yl, S, 0), (N-1944: Et, N-Me- 
pyridinium-4.yl. S, 0), (N-1945: Et, N-Me-pyridinium-3-yl, S. O), (N-1946: Et, 
6-Me-Pyridine.2.yl, S, 0), (N-1947: Et, 2.Pyrazinyl, S, 0), (N-1948: Et, 3- 
5 Pyrrolyl. S, 0), (N-1949: Et, l-Me-pyrrole-3-yl, S. 0), (N-1950: Et, Pyridine 
N-oxide-4-yl, S, O), (N-1951: Et, Pyridine N-oxide-3-yl, S, 0), (N-1952: Et, 6- 
OH.pyridine-3-yl, S, O), (N-1953: Et, 6.SH-pyridine-3-yl, S, 0), (N-1954: Et, 
l-Ac-pyrrole-3-yl, S, O), (N.1955: Et, 4-CF3-Ph, S. 0), (N-1956: Et, 4-CN-Ph, S, 
0), (N-1957: Et, 4-CHO-Ph, S, O), (N-1958: Et, 3-Cl-Ph, S, O), (N.1959: Et, 3- 
10 Br-Ph, S, 0), (N-1960: Et, 3-F-Ph, S, 0), (N-1961: Et, 3-I-Ph, S, 0), (N-1962: Et, 

4- I-Ph, S, 0). (N-1963: Et, 4.0CF8-Ph, S, 0), (N-1964: Et, 3,4-diI-Ph, S, O), 
(N-1965: Et, Indole-6-yl, S, O), (N-1966: Et, l.Ac-indole-6-yl, S, 0), (N.1967: Et, 
l-Me-indole-6-yl, S, O), (N-1968: Et, 4-(l-Iniidazolyl)-Ph, S, 0), (N-1969: Et, 

4. Morphorino-Ph, S, O), (N-1970: Et, 4-(l-Piperazinyl)-Ph, S, 0), (N-1971: Et, 
15 2:5-diMe-thiophene-3-yl. S, 0), (N-1972: Et, 2.Furyl, S, 0), (N-1973: Et, 5- 

Me-furan-2-yl, S, O), (N-1974: Et, 5-Me-furan-2-yl, S, 0). (N.1975: Et, 2- 
Thiazolyl, S, O), (N-1976: Et, l:4-Benzodioxin-6-yl, S, 0), (N.1977: Et, 
Ben20[b]furan-2-yl, S, O), (N-1978: Et, 4-NH2CH2-Ph, S, 0), (N.1979: Et, 4- 
N(Me)HCH2-Ph. S, O). (N-1980: Et, 4-N(Me)2CH2-Ph, S, 0), (N-1981: Et, 6- 
20 Cl-pyridine-3-yl, S, O), (N-1982: Et, 5,6-diCl.pyridine-3-yl, S, 0), (N-1983: Et, 

5- Cl-pyridine-2-yl, S, O). (N-1984: Et, 4:5-diCl-pyridine-2-yl, S, 0), (N-1985: 
Et, 4-ClCH2-Bn, S, 0), (N-1986: Et, Bn, S, 0), (N-1987: Et, 4-Cl-Bii, S, 0), 
(N-1988: Et, 4.Br-Bn, S, O), (N.1989: Et, 4-F-Bn, S, O), (N-1990: Et, 3,4-diCl- 
Bn, S, 0), (N-1991: Et, 3,4-diBr-Bn, S, 0). (N-1992: Et, 3,4.diF.Bn, S, 0), (N- 

25 1993: Et, 4-Cl-Bz, S, 0), (N-1994: Et, 3,4-diCl-Bz, S, O), (N-1995: Et, 4-Br-Bz, 

5. 0), (N.1996: Et, 3,4-diBr-Bz, S, 0), (N-1997: Et, 4.F-Bz, S, 0), (N-1998: Et, 



107 



wo 01/07423 



PCT/JPOO/04909 



3.4-diF.Bz, S, 0), (N.1999: Et, 4-N02-Bn, S. O). (N-2000: Et, 4-CN-Bn, S, 0), 
(N-2001: COOMe, Ph. S. O), (N-2002: COOMe, 4-F-Ph. S, 0), (N-2003: COOMe, 
4-Br.Ph. S, 0), (N.2004: COOMe. 4-Me-Ph, S. 0), (N-2005: COOMe, 4.Ph-Ph, S, 
0), (N.2006: COOMe, 4-OMe-Ph, S, 0), (N.2007: COOMe. 4.tBu-Ph. S, 0), (N- 
5 2008: COOMe, 4.C00Me-Ph, S, 0). (N-2009: COOMe, 4-Peii-Ph. S. 0), (N-2010: 
COOMe, 4-N02-Ph, S, O), (N-2011: COOMe, 5-Cl-thiophene-2-yl, S, O), (N- 
2012: COOMe, 3-Thienyl, S, 0), (N.2018: COOMe, 2.Py, S, 0), (N.2014: COOMe 

3- Py, S, O), (N-2015: COOMe, 4.Py, S, 0), (N-2016: COOMe, 3,4-diF-Ph. S. O), 
(N-2017: COOMe, 5-Br-thiophene-2-yl, S, 0), (N-2018: COOMe, 4-CONH2-Ph, 

10 S, O), (N-2019: COOMe, 4.C0N(Me)H.Ph, S, O), (N-2020: COOMe, 4- 
C0N(Me)2-Ph, S, O), (N-2021: COOMe, 4.iPrOC(=0)-Ph. S, 0), (N.2022: 
COOMe, 4-nBuOC(=0)-Ph, S, 0), (N.2023: COOMe, 6-Me.pyridine-3-yl, S, 0), 
(N-2024: COOMe, Quinolme-3-yl, S. 0), (N-2025: COOMe, 4-NH2-Ph, S, 0), 
(N-2026: COOMe, 4-N(Ac)H-Ph, S, 0), (N-2027: COOMe, 4.0H-Ph, S, O). (N- 

15 2028: COOMe. 3,4.di(OH)2-Ph. S. O), (N-2029: COOMe. 3.4-di(NH2)-Ph. S, O). 
(N-2030: COOMe, 3:4-[N(Ac)H]2.Ph, S, O), (N.2031: COOMe, 4-SH-Ph, S. 0). 
(N-2032: COOMe, 4.SMe-Ph, S, 0), (N-2033: COOMe, 3,4-diBr-Ph, S, O), (N- 
2034: COOMe, 4-N(Me)H-Ph, S, O), (N-2035: COOMe, 4-N(Me)2-Ph, S, 0), (N- 
2036: COOMe, 4-N(Me)3+-Ph. S, 0), (N-2037: COOMe, 4-Et-Ph, S, 0), (N-2038: 

20 COOMe, 4-iPr-Ph, S, O), (N.2039: COOMe, 4-nPr.Ph, S, O), (N.2040: COOMe. 

4- nBu-Ph, S, 0), (N-2041: COOMe, 4-iBu-Ph, S, 0), (N.2042: COOMe. 3,4- 
diMe-Ph, S, O), (N-2043: COOMe, l,3-Benzodioxole-5-yl, S, 0), (N-2044: 
COOMe, N-Me-pyridiniuni-4-yl, S, 0), (N-2045: COOMe, N-Me-pyridimum-3- 
yl, S, 0), (N.2046: COOMe, 5.Me.Pyridiiie-2-yl, S, 0), (N-2047: COOMe. 2- 

25 Pyrazinyl, S, 0), (N-2048: COOMe. 3-Pyrrolyl, S, O), (N-2049: COOMe, 1-Me- 
pyrrole-3-yl, S. 0). (N-2050: COOMe, Pyridine N-oxide-4-yl, S, 0), (N-2051: 
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COOMe, Pyridine N-oxide-3-yl, S, 0). (N.2052: COOMe, G-OH-pyridine-S-yl, S, 
0), (N-2063: COOMe, 6-SH.pyridine-3-yl, S, 0), (N-2054: COOMe, 1-Ac- 
pyrrole-3-yl, S. O), (N-2055: COOMe. 4-CF3.Ph, S. O), (N-2056: COOMe, 4- 
CN.Ph, S, 0). (N.2067: COOMe, 4.CH0-Ph, S, O), (N.2058: COOMe, 3-Cl-Ph, S, 
5 0), (N-2059: COOMe. 3-Br-Ph, S, O), (N.2060: COOMe. 3-F-Ph, S, 0), (N.2061: 
COOMe, 3-I-Ph, S, O). (N-2062: COOMe. 4-I-Ph, S. O), (N-2063: COOMe, 4- 
OCFs-Ph, S, 0), (N-2064: COOMe, 3,4-diI-Ph, S, O), (N-2065: COOMe, Indole- 
6-yl, S, O), (N-2066: COOMe. l-Ac-indole-G-yl, S, 0), (N.2067: COOMe, 1-Me- 
indole-6-yl, S. O), (N-2068: COOMe, 4-(l.Imidazolyl)-Ph, S, O), (N.2069: 

10 COOMe, 4-Morphorino-Ph, S, 0), (N-2070: COOMe, 4-(l-Piperazinyl)-Ph, S, O), 
(N-2071: COOMe, 2:5-diMe-thiophene-3-yl, S, 0), (N.2072: COOMe, 2-Furyl, S. 
O), (N-2073: COOMe, 5-Me-furan-2-yl, S, 0), (N-2074: COOMe, 5-Me.furan-2. 
yl, S, 0), (N-2075: COOMe, 2-Thiazolyl, S, 0). (N-2076: COOMe, 1:4- 
Benzodioxin-6-yl, S, O), (N-2077: COOMe, Beiizo[b]furan.2.yi. S, 0), (N-2078: 

15 COOMe, 4.NH2CH2-Ph, S, O), (N-2079; COOMe, 4-N(Me)HCH2-Ph, S, 0), (N- 
2080: COOMe, 4.N(Me)2CH2-Ph, S, O), (N-2081: COOMe, 6-Cl-pyridine-3-yl, S. 
0), (N-2082: COOMe, 5,6-diCl-pyridine-3-yl, S, 0), (N-2083: COOMe, 5-Cl- 
pyridiiie-2-yl. S, 0), (N-2084: COOMe, 4:5-diCl-pyridine-2-yl, S, 0), (N.2085: 
COOMe, 4-ClCH2-Bn, S, 0), (N-2086: COOMe, Bn, S, O), (N-2087: COOMe, 4- 

20 Cl-Bn, S, 0), (N-2088: COOMe, 4-Br-Bn, S, O), (N-2089: COOMe, 4-F-Bn, S, 0), 
(N-2090: COOMe, 3,4-diCl-Bn, S, 0), (N-2091: COOMe, 3,4-diBr-Bn, S, 0), 
(N-2092: COOMe, 3,4-diF-Bn, S. O), (N-2093: COOMe, 4-Cl-Bz, S, 0), (N-2094: 
COOMe, 3,4-diCl-Bz, S, 0), (N.2095: COOMe, 4-Br-Bz, S, O), (N-2096: COOMe, 
3,4.diBr-Bz, S, 0). (N-2097: COOMe, 4.F-Bz, S, 0), (N-2098: COOMe, 3,4.diF. 

25 Bz, S, 0), (N-2099: COOMe. 4-N02-Bn, S, O), (N-2100: COOMe, 4.CN-Bn, S. O), 
(N-2101: Ph, Me, 0. 0), (N-2102: 4-F.Ph. Me, 0, 0), (N-2103: 4-Br.Ph, Me, O, 
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0), (N-2104: 4-Me-Ph, Me. 0. 0). (N.2105: 4-Ph.Ph, Me, O, 0), (N-2106: 4- 
OMe-Ph, Me, 0, 0). (N-2107: 4-tBu-Ph. Me, 0, 0). (N.2108: 4-COOMe-Ph, Me, 
0, 0), (N-2109: 4-Pen-Ph, Me, 0, 0), (N-2110: 4-N02-Ph, Me, 0, 0), (N-2111: 
5-Cl-thiophene-2.yl, Me, 0, O), (N-2112: 3-Thienyl. Me, O. O), (N-2113: 2.Py, 

5 Me. 0, 0), (N-2114; S-Py. Me. 0, 0), (N-2115: 4-Py, Me, 0, 0), (N-2116: 3,4- 
diF-Ph, Me, 0, 0). (N-2117: 5-Br-thiophene.2-yl, Me. 0, O). (N-2118: 4- 
CONHa-Ph, Me, O, 0), (N-2119: 4.C0N(Me)H-Ph, Me, 0. 0), (N-2120: 4- 
C0N(Me)2-Ph, Me, 0, 0). (N-2121: 4-iPrOC(=0)-Ph, Me, O, 0), (N.2122; 4- 
nBuOC(=0)-Ph, Me, O, 0). (N-2123: 6-Me-pyridine-3-yl, Me, 0, O), (N-2124: 

10 Quinoline-3-yl, Me, 0, O), (N-2125: 4-NH2-Ph, Me, 0. 0), (N.2126: 4-N(Ac)H- 
Ph, Me, 0, O). (N-2127: 4.0H-Ph, Me, 0, O), (N-2128: 3.4-di(OH)2-Ph, Me. O, O), 
(N-2129: 3,4.di(NH2)-Ph, Me, O, 0), (N.2130: 3:4-tN(Ac)H]2-Ph, Me, O. 0), 
(N-2131: 4-SH-Ph, Me, 0, 0), (N-2132: 4-SMe-Ph, Me, O, 0), (N.2133: 3,4- 
diBr-Ph, Me, O. 0), (N-2134: 4.N(Me)H.Ph, Me, O, 0), (N-2135: 4-N(Me)2-Ph. 

15 Me, O. O), (N-2136: 4-N(Me)3+-Ph, Me, O, O), (N-2137: 4-Et-Ph. Me, O, O), 
(N-2138: 4-iPr-Ph, Me. 0, 0). (N-2139: 4-nPr-Ph. Me. O, 0), (N.2140: 4.nBu-Ph, 
Me. O. O), (N-2141: 4-iBu-Ph, Me. O. 0), (N-2142: 3.4.diMe-Ph. Me. 0, O). 
(N-2143: l,3-Benzodioxole-5-yl, Me, 0, 0). (N-2144: N-Me-pyridinium-4-yl. Me, 
O, O), (N-2145: N-Me-pyridinium-3-yl. Me, 0, 0). (N-2146: 5-Me-Pyridine.2-yl, 

20 Me, 0, 0). (N-2147: 2-Pyrazinyl. Me. 0. 0). (N-2148: 3-Pyrrolyl. Me, O, 0), 
-(N-2149: l-Me-pyrrole-3-yI, Me, O, O), (N-2150: Pyridine N-oxide-4.yl. Me, O, 
0), (N-2151: Pyridine N.oxide-3-yl, Me, 0, O), (N.2152: 6-OH-pyridine-3-yl, Me. 
0, O), (N-2153: 6-SH-pyridine-3-yl, Me. 0, O), (N-2154: l-Ac-pyrrole-3-yl. Me. 
0, 0), (N.2155: 4.CF3-Ph, Me, 0, 0), (N.2156: 4-CN-Ph, Me, 0, 0), (N.2157:. 

25 4.CH0-Ph. Me, O, 0), (N-2158: 3-Cl-Ph, Me, 0, O), (N-2159: 3-Br.Ph, Me. O. O). 
(N-2160: 3-F-Ph, Me. O, 0), (N-2161: 3-I-Ph, Me, 0, O), (N-2162: 4.1-Ph, Me, 0. 
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0), (N-2163: 4-OCF3-Ph, Me, O, 0), (N.2164: 3,4.diI-Ph, Me, 0, O), (N-2165: 
Indole-6-yl, Me, O, 0), (N-2166: l-Ac-indole-6-yl, Me, 0, 0), (N-2167: l-Me- 
indole-6-yl. Me, O. O), (N.2168: 4-(l-Imidazolyl)-Ph, Me, O, 0). (N.2169: 4- 
Morphorino-Ph, Me, 0. 0), (N-2170: 4.(l.Piperazinyl).Ph, Me, 0, 0), (N.2171; 
5 2:5-diMe-thiophene-3-yl, Me, O, 0), (N-2172: 2-Furyl, Me, 0, 0). (N-2173: 5- 
Me-furan-2-yl, Me, 0, 0), (N-2174: 5-Me-furan.2-yl, Me, 0, 0), (N.2175: 2- 
Thiazolyl, Me, 0, 0), (N.2176: l:4.Benzodioxin-6-yl, Me, O, 0), (N-2177; 
Benzo[b]furan.2-yl, Me, 0, 0), (N-2178: 4-NH2CH2-Ph, Me, 0, 0), (N-2179: 4- 
N(Me)HCH2-Ph, Me, O. 0), (N-2180: 4.N(Me)2CH2-Ph, Me, O, 0), (N-2181: 6- 

10 Cl-pyridine-3-yl, Me, 0, O), (N-2182: 5,6-diCl-pyridine-3-yl, Me, 0, 0), (N- 
2183: 5-Cl-pyridine-2-yl, Me, 0, 0), (N-2184: 4:5-diCl.pyridine-2-yl, Me, O, O), 
(N.2185: 4-ClCH2-Bn, Me, 0, 0), (N-2186: Bn, Me, O, 0), (N-2187: 4.C1-Bn. Me, 
O, 0), (N-2188: 4-Br-Bn, Me, O, 0), (N-2189: 4-F.Bn, Me, 0, 0), (N-2190: 3,4- 
diCl-Bn, Me, 0, O), (N-2191: 3,4-diBr-Bn, Me, O, 0), (N-2192: 3,4-diF-Bii, Me, 

15 0, 0), (N-2193: 4.CI-B2, Me, 0. 0), (N-2194: 3,4-diCl-Bz, Me, O, 0), (N.2195: 
4-Br.Bz, Me, O, O), (N-2196: 3,4.diBr.Bz, Me, 0, O), (N.2197: 4.F-Bz, Me, O, O) 
(N-2198: 3.4-diF-Bz, Me, 0, 0), (N-2199: 4.N02-Bn, Me, 0, O), (N.2200: 4- 
CN-Bn, Me, 0, 0), (N.2201: Ph, Et, 0. O), (N.2202: 4-F-Ph, Et. 0, 0), (N.2203: 
4-Br-Ph, Et, O, O), (N.2204: 4.Me-Ph, Et, O, 0), (N-2205: 4-Ph.Ph, Et, 0. 0), 

20 (N-2206: 4-OMe-Ph, Et, 0, O). (N-2207: 4-tBu-Ph, Et, O, 0), (N-2208: 4- 
COOMe-Ph, Et, O, 0), (N.2209: 4-Pen-Ph, Et, 0, 0), (N-2210: 4-N02-Ph, Et, 0, 
0), (N-2211: 5-Cl-thiophene-2.yl, Et, O, 0), (N-2212: 3.Thienyl, Et, 0. 0), (N- 
2213: 2-Py, Et, 0, 0), (N.2214: 3-Py, Et, O, O), (N-2215: 4-Py, Et, O, 0), (N- 
2216: 3,4.diF-Ph, Et, O, 0), (N-2217: 5.Br-tbiophene-2-yl, Et, 0, 0), (N-2218; 

25 4-CONH2-Ph, Et, 0, O), (N.2219: 4-C0N(Me)H-Ph, Et, 0, O), (N.2220: 4- 
C0N(Me)2-Ph, Et, 0, 0), (N-2221: 4-iPrOC(=0)-Ph, Et, O, 0), (N-2222: 4- 



111 



wo 01/07423 



PCT/JPOO/04909 



nBuOC(=0)-Ph, Et, O, 0), (N-2223: B-Me-pyridine-S-yl, Et, 0, 0), (N-2224: 
Quinoline-a-yl, Et, 0. O), (N-2225: 4-NH2-Ph, Et, 0, 0), (N.2226: 4-N(Ac)H-Ph, 
Et, 0, 0), (N-2227: 4.0H-Ph, Et, 0, 0), (N-2228: 3,4-di(OH)2-Ph, Et, 0, O), 
(N.2229: 3,4-di(NH2)-Ph, Et, 0, 0), (N-2230: 3:4-[N(Ac)H]2-Ph, Et. O, O), (N- 
5 2231: 4-SH-Ph, Et, 0, 0). (N-2232: 4-SMe-Ph, Et, 0, 0), (N-2233: 3,4-diBr-Ph, 
Et, 0, 0), (N-2234: 4-N(Me)H-Ph, Et, 0, O), (N.2235: 4-N(Me)2-Ph, Et, 0, O), 
(N-2236: 4-N(Me)3*-Ph. Et, 0, O), (N.2237: 4-Et-Ph, Et, O, O), (N-2238: 4.iPr- 
Ph, Et, O, O), (N.2239: 4.nPr.Ph, Et, 0, 0), (N.2240: 4-nBu.Ph, Et, O, O), (N- 
2241: 4-iBu.Ph, Et, O. 0), (N-2242: 3,4.diMe-Ph, Et, O, O), (N-2243: 1,3- 

10 Benzodioxole-5-yl, Et, 0, 0), (N-2244: N-Me-pyridiiiium-4-yl, Et, 0, 0), (N- 
2245: N-Me-pyridinium-S-yl, Et, O, 0), (N.2246: 5-Me-Pyridine-2-yl, Et, 0, O), 
(N-2247: 2-Pyrazinyl, Et, 0, 0), (N-2248: 3-Pyrrolyl, Et, O, 0), (N-2249: 1- 
Me.pyrrole-3-yl, Et, O, 0), (N.2250: Pyridine N-oxide-4-yl, Et, O, 0), (N-2251: 
Pyridine N-oxide-3-yl, Et, O, 0), (N-2252: 6-OH-pyridine-3-yl, Et, 0, O), (N- 

15 2253: 6-SH-pyridine-3-yl, Et, O, 0), (N-2254: l-Ac-pyrrole-S-yl, Et, O, O), (N- 
2255: 4-CF3-Ph, Et, 0, O), (N-2256: 4-CN.Ph. Et, 0, 0), (N.2257: 4-CHO-Ph, Et, 
O, 0), (N-2258: 3-Cl-Ph, Et, 0, O). (N-2259: 3-Br-Ph, Et, O, O), (N-2260: 3-F- 
Ph, Et, O, O), (N.2261: 3-I-Ph, Et, 0, O), (N-2262: 4-I-Ph, Et, 0, 0), (N.2263: 
4-OCF3-Ph, Et, O, 0), (N-2264: 3.4.diI-Ph, Et, O, 0), (N-2265: Indole-G-yl. Et, 0, 

20 0), (N-2266: l-Acindole-S-yl, Et, O, O), (N-2267: l-Me-indole-G-yl, Et, 0, O), 
(N-2268: 4-(l-Imidazolyl)-Ph, Et, O, O), (N-2269: 4-Morphorino-Ph, Et, 0, O), 
(N-2270: 4-(l-Piperazinyl)-Ph, Et, 0, 0), (N-2271: 2:5-diMe-thiophene-3-yl, Et, 
0, O), (N.2272: 2-Furyl, Et. 0, 0), (N-2273: 5-Me.furan-2-yl. Et, 0, O), (N- 
2274: 5-Me-furan-2-yl, Et, O, 0), (N.2275: 2.Thiazolyl, Et, O, O), (N-2276: 

25 l:4-Benzodioxiii-6-yl, Et, 0, O), (N.2277: Benzo[blfuraii-2-yl, Et, O, O), (N- 
2278: 4-NH2CH2-PI1, Et, O, 0), (N-2279: 4-N(Me)HCH2-Ph, Et, 0, 0), (N-2280: 
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4-N(Me)2CH2-Ph, Et, 0, 0). (N-2281: 6-Cl-pyridine-3-yl, Et. O, O), (N.2282: 
5,6-diCl-pyridine-3-yl, Et. 0, O), (N-2283: 5-Cl-pyridine-2-yl, Et, 0. 0), (N- 
2284: 4:5-diCi-pyridine-2.yl. Et, 0, 0), (N-2285: 4.C1CH3-Bn, Et. 0. 0), (N- 
2286: Bn, Et. 0. O). (N-2287: 4-Cl-Bn, Et. O, O), (N-2288: 4-Br-Bn. Et. 0, 0). 
5 (N-2289: 4-F.Bii, Et, 0, 0). (N-2290: 3.4.diCl-Bn, Et, O, O), (N-2291: 3,4- 
diBr-Bn. Et. 0, 0), (N-2292: 3,4-diF-Bn, Et, 0, 0). (N-2293: 4-Cl-Bz, Et, 0, 0), 
(N.2294: 3,4-diCl-Bz, Et, O. 0), (N-2295: 4-Br-Bz, Et, O, O), (N-2296: 3.4- 
diBr-Bz, Et, O. 0), (N-2297: 4-F-Bz, Et, 0. O), (N-2298: 3,4.diF-Bz. Et. 0. 0). 
(N-2299: 4-N02-Bn, Et, O, 0), (N.2300: 4-CN-Bn, Et, O, O), (N-2301: Ph. 

10 COOMe, 0, O). (N.2302: 4-F-Ph, COOMe, 0, 0), (N-2303: 4.Br-Ph, COOMe, 0, 
0). (N-2304: 4-Me.Ph, COOMe. 0. 0), (N-2305: 4.Ph-Ph, COOMe, 0. 0), (N- 
2306: 4-OMe-Ph, COOMe, 0. O), (N-2307: 4-tBu-Ph, COOMe, O, O), (N-2308: 
4-COOMe-Ph, COOMe, 0, 0), (N-2309: 4-Pen-Ph. COOMe. O. O). (N.2310: 4- 
N02-Ph, COOMe. 0. O), (N-2311: 5-Cl-thiophene-2.yl, COOMe, 0, 0), (N-2312: 

15 3-Thienyl, COOMe, O, O). (N-2313: 2-Py. COOMe, 0; 0). (N-2314: 3-Py, 
COOMe, 0. O), (N-2315: 4-Py, COOMe. 0, 0), (N-2316: 3.4-diF-Ph, COOMe, 0, 
O), (N-2317: 5-Br-thiophene-2-yl. COOMe. 0, 0), (N.2318: 4.C0NH2-Ph, 
COOMe, 0, 0), (N-2319: 4-C0N(Me)H.Ph, COOMe, 0, 0), (N.232D: 4- 
C0N(Me)2-Ph, COOMe. 0. 0), (N-2321: 4.iPrOC(=0)-Ph, COOMe, 0, 0), (N- 

20 2322: 4-nBuOC(=0)-Ph, COOMe, 0, 0), (N.2323: 6-Me-pyridiiie-3-yl, COOMe. 
O, 0), (N-2324: Quinolme-3-yl, COOMe, O, O), (N-2325: 4-NH2-Ph. COOMe. O, 
O), (N-2326: 4-N(Ac)H-Ph, COOMe, O, O). (N-2327: 4-OH-Ph, COOMe, 0, 0), 
(N-2328: 3,4-di(OH)2-Ph, COOMe, 0. 0), (N-2329: 3,4.di(NH2)-Ph. COOMe. 0. 
O), (N-2330: 3:4-[N(Ac)H]2-Ph. COOMe. O, 0), (N-2331: 4-SH-Ph. COOMe, O. 

25 0), (N-2332: 4-SMe-Ph. COOMe, 0, 0), (N-2333: 3,4.diBr.Ph, COOMe, 0, 0). 
(N-2334: 4-N(Me)H-Ph, COOMe. 0. O). (N.2335: 4-N(Me)2-Ph, COOMe. 0. O), 
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(N-2336: 4-N(Me)3*-Ph, COOMe. 0, 0), (N.2337: 4-Et-Ph, COOMe, O, 0), (N- 
2338: 4.iPr-Ph, COOMe, O, 0), (N.2339: 4.nPr.Ph, COOMe, 0, 0), (N-2340: 4- 
nBu.Ph, COOMe, 0, 0), (N-2341: 4-iBu-Ph, COOMe, 0, 0), (N-2342: 3,4- 
diMe-Ph. COOMe, O, O), (N-2343: l,3-Ben2odioxole-5-yl. COOMe, O, O), (N- 
5 2344: N-Me-pyridinium-4-yl, COOMe, 0, 0), (N.2845: N.Me-pyridinium-3-yl, 
COOMe, 0, 0), (N-2346: 5-Me-Pyridme-2-yl, COOMe, O, 0), (N-2347: 2- 
Pyrazinyl, COOMe, O, 0), (N-2348: 3-Pyrrolyl, COOMe, 0, 0), (N-2349: 1- 
Me.pyrrole-3-yl. COOMe, 0, O), (N-2350: Pyridine N-oxide-4.yl, COOMe, 0, 0), 
(N-2351: Pyridine N-oxide-3-yl, COOMe, 0, O), (N.2352: 6-OH-pyridine-3-yl, 

10 COOMe, 0, 0), (N-2353: 6-SH-pyridine-3-yl, COOMe, 0, O), (N-2354; l-Ac- 
pyrrole-8-yl, COOMe, O, O). (N-2355: 4-CF8-Ph, COOMe, O, 0), (N-2356: 4- 
CN-Ph, COOMe, 0, 0). (N-2357: 4-CHO-Ph, COOMe, O, O), (N-2358: 3-Cl-Ph, 
COOMe, 0, O), (N-2359: S-Br-Ph, COOMe, 0, O), (N-2360: 3-F-Ph, COOMe. 0. 
0), (N-2361: 3-I-Ph, COOMe, 0, O), (N-2362: 4-I.Ph, COOMe, 0, 0), (N-2363: 

15 4.0CF3-Ph, COOMe, 0, 0), (N-2364: 3,4.diI.Ph, COOMe, O. O), (N-2365: 
Indole-6-yl, COOMe, O, 0), (N-2366: l-Ac-indole-6-yl, COOMe, 0, 0), (N-2367: 
l-Me-indole-6-yl, COOMe, O, 0), (N-2368: 4-(l-Imidazolyl)-Ph, COOMe, 0, O), 
(N-2369: 4.Morphorino-Ph, COOMe, 0, 0), (N-2370: 4-(l-Piperazinyl)-Ph, 
COOMe. 0, O), (N-2371: 2:5-diMe-thiophene-3-yl, COOMe, O, O), (N-2372: 2- 

20 Furyl, COOMe, O. O), (N-2373: 5-Me-furan.2-yl, COOMe. O. O). (N.2374: 5- 
Me-furan.2.yl, COOMe, O, 0), (N-2375: 2-Thiazolyl, COOMe, O, 0), (N-2376: 
l:4-Ben2odioxin.6-yl, COOMe, 0, 0), (N-2377: Benzo[b]furan-2-yl, COOMe. O, 
O), (N.2378: 4..NH2CH2-Ph, COOMe, 0, 0), (N-2379: 4-N(Me)HCHa-Ph, COOMe. 
0, O). (N-2380: 4.N(Me)2CH2-Ph, COOMe, O, 0), (N-2381: 6-Cl-pyridine-3-yl. 

25 COOMe, 0, 0), (N.2382: 5,6-diCl-pyridine-3-yl. COOMe, O, 0), (N-2383: 5-01- 
pyridine-2-yl, COOMe, O, 0), (N-2384: 4:5-diCl-pyridine-2-yl, COOMe, 0, 0), 
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(N.2385: 4-ClCH2.Bn, COOMe, 0, O), (N.2386: Bn, COOMe, O, 0). (N-2387: 
4-Cl-Bn, COOMe, 0, O), (N-2388: 4-Br-Bn, COOMe, 0, 0), (N-2389: 4-F-Bn. 
COOMe, 0, O), (N-2390: 3,4-diCl-Bn, COOMe, 0. 0), (N-2391: 3,4-diBr-Bn, 
COOMe, 0, O), (N-2392: 3,4-diF-Bn, COOMe, O, O), (N-2393: 4.C1-Bz, COOMe, 
5 O, 0), (N-2394: 3.4-diCl-Bz, COOMe. 0, 0), (N.2396: 4.Br.Bz, COOMe, 0, 0), 
(N-2396: 3,4-diBr-B2, COOMe, 0, 0). (N.2397: 4-F-Bz, COOMe, 0, O), (N-2398: 
3,4-diF.Bz, COOMe, 0. 0), (N-2399: 4.N02-Bn. COOMe, 0, O), (N-2400: 4- 
CN-Bn, COOMe, 0, 0), (N.2401: H, Ph, O, 0), (N.2402: H, 4.F.Ph, 0, 0), (N- 
2403: H, 4-Br-Ph. 0, 0), (N-2404: H, 4-Me-Ph, O, 0), (N-2405: H, 4-Ph.Ph, 0, 0), 

10 (N-2406: H, 4-OMe-Ph, O, 0), (N.2407: H, 4.tBu-Pb, 0, 0), (N-2408: H. 4- 
COOMe-Ph. O. 0). (N-2409: H, 4-Pen-Ph, 0. O), (N-2410: H, 4-N02-Ph, O, O), 
(N-2411: H, 5-Cl-thiophene-2-yl, 0, 0), (N.2412: H, 3-Thienyl, 0, 0), (N-2413: 
H, 2-Py, 0, 0), (N.2414: H, 3-Py, 0, 0). (N.2415: H, 4.Py, 0, O), (N-2416: H, 
3,4-diF.Ph, O, O), (N-2417: H, 5-Br.thiophene-2-yl, 0, 0), (N-2418: H, 4- 

15 CONHa-Ph. O. O). (N.2419: H, 4-C0N(Me)H.Ph, 0, 0), (N.2420: H, 4- 
C0N(Me)2-Ph. 0. O), (N.2421: H, 4.iPr0C(=0).Ph, 0, 0). (N-2422: H, 4- 
nBuOC(=0)-Ph. O, O), (N-2423: H, G-Me-pyridine-S-yl, 0, O), (N-2424: H, 
Quinoline-3-yl, 0, 0). (N-2425: H, 4-NH2-Ph, 0, O), (N-2426: H, 4-N(Ac)H-Ph, 
O. O). (N-2427: H, 4-OH-Ph, O, O), (N.2428: H, 3,4.di(OH)2-Ph. O, 0), (N-2429: 

20 H, 3,4-di(NH2)-Ph, O, O), (N.2430: H, 3:4.{N(Ac)H]2-Pli. O. O), (N.2431: H, 4- 
SH-Ph. 0, O), (N-2432: H, 4-SMe-Ph, O, O), (N.2433: H, 3,4-diBr-Ph, O, 0), 
(N-2434: H, 4-N(Me)H.Ph, 0, O), (N.2435: H, 4-N(Me)2-Ph, O, 0), (N-2436: H, 
4.N(Me)3+-Ph, 0. 0), (N.2437: H, 4.Et-Ph, 0, 0), (N-2438: H, 4-iPr-Ph, 0, O), 
(N-2439: H, 4-nPr-Ph, 0. O), (N-2440: H, 4-nBu-Ph, O, 0), (N-2441: H, 4-iBu. 

25 Pb, 0, 0), (N-2442: H, 3,4.diMe-Ph, 0, 0), (N-2443: H, l,3-Benzodioxole-5-yl, 0, 
0). (N-2444: H, N-Me-pyridinium-4-yl, O, 0), (N-2445: H, N-Me-pyridinium- 
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3- yl, 0, 0). (N.2446: H, 5-Me-Pyridme-2.yl, 0, 0), (N-2447: H, 2-Pyrazinyl, 0, 
O), (N-2448: H. 3-Pyrrolyl, 0, 0), (N-2449: H, l-Me-pyrrole-3-yl, 0, 0). (N- 
2450: H, Pyridine N-oxide-4.yl, O, O), (N-2451: H. Pyridine N-oxide-S-yl, O, 0). 
(N-2452: H, 6-OH-pyridine-3-yl, O, 0). (N-2453: H, 6-SH.pyridine-3-yl, 0, 0), 

5 (N-2454: H, l-Ac-pyrrole-3-yl, 0, 0), (N-2455: H, 4-CF8-Ph, O, 0), (N-2456: H, 
4.CN.Ph, O, 0), (N-2457: H, 4.CH0-Ph, 0, 0), (N-2458: H, 3-Cl-Ph, 0, 0). (N- 
2459: H. 3-Br-Ph, 0, O), (N-2460: H, 3-F.Ph, 0, 0). (N-2461: H, 3-I-Ph, O, O), 
(N.2462: H, 4.1-Ph, O. 0), (N.2463: H, 4-OCF3-Ph, 0, 0), (N-2464: H, 3.4.dil. 
Ph, 0, 0), (N-2465: H, Indole-6-yl, 0, 0). (N-2466: H, l-Ac-indole-6-yl, 0, O), 

10 (N-2467: H, l-Me-indole-6-yl, 0, 0), (N-2468: H, 4-(l-Imidazolyl)-Ph. 0. 0), 
(N-2469: H. 4-Morphorino-Ph, O, 0), (N-2470: H, 4.(1-Piperazinyl)-Ph, 0, O), 
(N.2471: H, 2:5-diMe-thiophene-3.yl, 0, 0), (N-2472: H, 2.Furyl, O, 0), (N- 
2473: H, 5-Me-furan.2.yl, O, 0), (N.2474: H, 5-Me-furan-2-yl. O. O), (N-2475: H, 
2-Thiazolyl, O, O), (N-2476: H, l:4-Beiizodioxin-6-yl, O, 0), (N-2477: H, 

15 Benzo[b]furan-2-yl. O, O), (N-2478: H, 4.NH2CH2-Ph, O, O), (N-2479: H, 4- 
N(Me)HCHa-Ph. O, 0). (N.2480: H, 4.N(Me)2CH3-Ph. 0, 0), (N.2481: H, 6-Cl- 
pyridine-3-yl, O, 0), (N.2482: H, 5.6-diCl-pyridine-3-yl, O, O), (N-2483: H, 5- 
Cl-pyridine-2-yl, 0, O), (N-2484: H, 4:5-diCl-pyridine.2.yl, O, 0), (N.2485: H, 

4- ClCH2-Bn, 0, O). (N-2486: H, Bn, 0, 0), (N.2487: H, 4.C1-Bn, O, O), (N-2488: 
20 H, 4-Br.Bn, O, 0), (N-2489: H, 4-F-Bn, 0, 0). (N-2490: H. 3,4-diCl-Bn, 0. 0), 

(N-2491: H, 3,4-diBr-Bn, O, O). (N-2492: H, 3,4-diF-Bn, O, O), (N-2493: H, 4- 
Cl-Bz, 0, 0), (N-2494: H, 3,4-diCl-Bz, 0. 0), (N-2495: H, 4-Br-Bz, O. O), (N- 
2496: H, 3,4-diBr-Bz, 0, O), (.N.2497: H, 4-F.Bz, 0, O), (N-2498: H, 3,4.diF-Bz, 
0, 0). (N.2499: H, 4-N02-Bn, 0, O). (N-2500: H, 4-CN.Bn. 0. 0). (N-2501: Me, 
25 Ph, O, 0). (N-2502: Me, 4-F-Ph, O, O), (N-2503: Me, 4-Br-Ph. O, 0), (N-2504: 
Me, 4.Me-Ph, 0, O), (N-2505: Me, 4-Ph-Ph, O, 0). (N-2506: Me, 4-OMe-Ph, O. 
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O), (N-2507: Me, 4-tBu-Ph, 0, 0), (N-2508: Me, 4-COOMe-Ph, O, O), (N.2509: 
Me, 4-Pen-Ph, 0. O), (N-2510: Me, 4-N02-Ph, 0, O), (N-2511: Me, 5-Cl- 
thiophene-2.yl, O, 0), (N-2512: Me, 3-Thienyl, O. 0). (N-2513: Me, 2-Py, O, O), 
(N-2514: Me, 3-Py, 0, 0), (N-2515: Me, 4.Py, 0, 0), (N-2516: Me, 3,4.diF.Ph. 0, 
5 0). (N-2517: Me, 5-Br-thiophene-2-yl, 0. 0), (N-2518: Me, 4.CONH2-Ph, 0, O), 
(N-2519: Me, 4-C0N(Me)H-Ph, 0, 0), (N-2520: Me, 4-CON(Me)2-Ph, 0, O), 
(N.2621: Me, 4.iPrOC(=0)-Ph, 0, 0), (N.2522: Me, 4.nBuOC(=0)-Ph, 0, 0), 
(N-2523: Me, 6-Me-pyridine-3-yl, 0, 0), (N-2524: Me, QuinoIine-8-yl, 0, O), 
(N-2525: Me, 4-NH2-Ph, 0, 0), (N-2526: Me, 4-N(Ac)H-Ph, 0, 0), (N-2527: Me, 

10 4-OH-Ph, 0, O), (N.2528: Me. 3,4-di(OH)2-Ph, 0, 0), (N-2529: Me, 3.4- 
di(NH2)-Ph. 0, O), (N-2530: Me. 3:4-[N(Ac)H]2-Ph, O, 0), (N-2531: Me, 4-SH- 
Ph, O, O), (N-2532: Me, 4-SMe.Ph, 0, 0). (N.2533: Me, 3.4.diBr-Ph, 0, O), 
(N-2534: Me, 4-N(Me)H.Ph, O, 0), (N-2535: Me, 4-N(Me)2-Ph, O, 0), (N-2536: 
Me, 4-N(Me)3+-Ph, 0, O). (N-2537: Me, 4.Et-Ph, O, 0), (N-2538: Me, 4-iPr-Ph, O, 

15 O), (N-2539: Me, 4-nPr-Ph, O, O), (N.2540: Me. 4.nBu-Ph, O, 0), (N-2541: Me, 
4-iBu-Ph, O, 0). (N-2542: Me, 3,4-diMe-Ph, 0, 0), (N-2543: Me, 1,3- 
Benzodioxole-5-yl, O, O), (N-2544: Me, N-Me-pyridinium-4-yl, O, O), (N-2545: 
Me, N-Me.pyridinium.3-yl, 0, 0). (N-2546: Me, 5-Me.Pyridine-2.yl, 0, 0), 
(N.2547: Me, 2.Pyrazinyl, 0, 0), (N.2548: Me, 3-Pyrrolyl, O, 0), (N.2549: Me, 

20 l-Me-pyrrole-3-yl, O, O), (N-2550: Me, Pyridine N-oxide-4-yl, O, 0), (N-2551: 
Me, Pyridine N-oxide-3-yl, 0, O), (N.2552: Me, G-OH-pyridine-S-yl, O, O), (N- 
2553: Me, 6-SH-pyridine-3-yl, 0, O), (N-2554: Me, l-Ac-pyrrole-3-yl, 0, O), 
(N-2555: Me, 4-CF3-Ph, 0, 0), (N.2656: Me, 4.CN-Ph, O, O), (N-2557: Me, 4- 
CHO-Ph, 0, 0), (N.2558: Me, 3-Cl-Ph, 0, 0), (N-2559: Me, 3-Br-Ph, O, 0), (N- 

25 2560: Me, 3-F-Ph, 0, 0), (N-2561: Me, 3-I-Ph, O, O), (N-2562: Me, 4-I-Ph, O, O), 
(N-2563: Me, 4-0CF3-Ph. O, 0), (N-2564: Me, 3,4-diI-Ph, O, 0), (N-2565: Me, 
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Indole-6-yl, 0. 0). (N-2566: Me, l-Ac-indole-6-yl, 0, 0), (N-2567: Me, 1-Me- 
indole-e-yl, 0, 0), (N-2568: Me, 4-(l-Imidazolyl)-Ph, 0, O). (N-2569: Me, 4- 
Morphorino-Ph. 0, 0). <N-2570: Me. 4-(l-Piperazinyl).Ph, 0, 0), (N-2571: Me. 
2:5-diMe-thiophene-3-yl, 0, 0), (N.2572: Me, 2-Furyl, 0, 0), (N-2573: Me, 5- 
5 Me-furan-2-yl, 0, O), (N.2574: Me, 5-Me-fviraii-2-yl, 0, O), (N-2575: Me, 2- 
Thiazolyl, O, 0), (N.2576: Me, l:4-Benzodioxin-6-yl, 0, O), (N-2577: Me, 
Benzo[b]furan.2-yl, O. 0), (N.2578: Me, 4.NH2CH8-Ph, 0. O), (N-2579: Me, 4- 
N(Me)HCH2-Ph, O, O), (N-2580: Me, 4-N(Me)2CH2-Ph, 0. 0), (N.2581: Me, 6- 
Cl-pyridine-3-yl, O. 0), (N-2582: Me. 5,6-diCl-pyridine.8-yl, 0, O), (N-2583: Me 

10 5-Cl-pyridiiie-2-yl, O, 0), (N-2584: Me, 4:5-diCl-pyridine-2-yl, O, 0), (N.2585: 
Me, 4.C1CH2-Bn. 0. 0), (N-2686: Me, Bn, O. 0), (N-2587: Me, 4-Cl-Bn, O. 0). 
(N-2588: Me, 4-Br-Bii, O, 0). (N-2589: Me. 4.F-Bn. 0. 0). <N.2590: Me. 3,4- 
diCl-Bn, 0, 0), (N-2591: Me, 3,4-diBr-Bn, 0, O), (N.2592: Me, 3,4-diF-Bii, O, 0), 
(N-2593: Me, 4-Cl-Bz, 0. O), (N-2594: Me, 3,4-diCl-Bz, O, O), (N-2595: Me, 4- 

15 Br-Bz, O. O), (N-2596: Me. 3,4-diBr-Bz, 0. O). (N-2597: Me, 4.F-Bz. O, O). 
(N.2598: Me, 3,4-diF-Bz, 0, O), (N-2599: Me, 4.N02-Bn, 0, 0), (N.2600: Me, 
4.CN.Bn. 0, O), (N-2601: Et, Ph, O, O). (N-2602: Et, 4.F-Ph. O, O), (N.2603: Et, 
4-Br-Ph, 0, 0), (N.2604: Et, 4-Me-Pli, O. 0), (N-2605: Et, 4-Ph-Ph. 0, 0), (N- 
2606: Et, 4.0Me-Ph, O. O). (N-2607: Et. 4.tBu-Ph, 0. 0), (N.2608: Et, 4- 

20 COOMe-Ph, 0. 0), (N-2609: Et, 4-Pen-Ph, 0, 0), (N-2610: Et, 4-N02-Ph. O. O). 
(N.2611: Et, 5-Cl-thiophene-2-yl. 0, O), (N.2612: Et, 3-Thienyl, O, O), (N.2613: 
Et, 2-Py, 0. O), (N-2614: Et, 3-Py. O, 0), (N.2615: Et, 4-Py, O, O), (N-2616: Et, 
3.4-diF-Ph, 0, 0). (N-2617: Et, 5-Br-thiophene-2-yl, 0, 0), (N-2618: Et, 4- 
C0NH2-Ph, 0. 0), (N.2619: Et. 4.C0N(Me)H-Ph. 0, 0), (N-2620: Et, 4- 

25 C0N(Me)2-Ph, 0, O), (N-2621: Et, 4-iPrOC(=0)-Ph, 0, 0), (N-2622: Et, 4- 
nBuOC(=0)-Ph. 0, O), (N-2623: Et. 6-Me-pyridine-3-yl, 0, 0), (N-2624: Et, 
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Quinoline-3-yl, O. 0), (N-2625: Et, 4-NH2-Ph, 0, O), (N-2626: Et. 4-N(Ac)H-Ph, 
0, O), (N-2627: Et, 4-OH-Ph, 0, 0), (N.2628: Et, 3.4.di(OH)2-Ph, 0, 0). (N- 
2629: Et, 3,4.di(NH2)-Ph, 0, O), (N.2630: Et, 3:4-[N(Ac)Hl2.Ph, 0, 0). (N-2631: 
Et, 4-SH.Ph, 0, 0), (N.2632: Et, 4-SMe-Ph, 0, O), (N-2633: Et, 3.4.diBr.Ph, 0, 
5 0), (N-2634: Et, 4-N(Me)H-Ph, 0, 0). (N-2635: Et, 4-N(Me)2-Ph, O, O), (N-2636: 
Et, 4-N(Me)3*-Ph, O, 0), (N-2637: Et, 4-Et-Ph, 0, O), (N.2638: Et, 4-iPr-Ph, O, 
0), (N.2639: Et, 4.nPr.Ph, 0, 0), (N.2640: Et, 4-nBu-Ph, 0, 0). (N-2641: Et, 
4-iBu-Ph, O, 0), (N-2642: Et, 3,4-diMe-Ph, O, O), (N-2643: Et, 1,3- 
Benzodioxole-5-yl, O, 0), (N-2644: Et, N-Me-pyridiniuni-4-yl, 0, 0), (N-2645: 

10 Et, N-Me-pyridiiiium-3-yl, O, 0), (N-2646: Et, 5-Me-Pyridme-2-yl, O, 0), (N- 
2647: Et, 2.Pyrazinyl, O, O), (N-2648: Et, 3-Pyrrolyl, O, O), (N.2649: Et, 1- 
Me-pyrrole-3-yl, 0, O), (N-2650: Et, Pyridine N-oxide-4-yl, O. 0), (N-2651: Et, 
Pyridine N-oxide.3-yl, 0, 0), (N-2652: Et, 6-OH-pyridine-3-yl, 0, O), (N.2653: 
Et, 6-SH-pyridine-3-yl, O, O), (N.2654: Et, l-Ac-pyrrole-3-yl, 0, 0), (N.2655: 

16 Et, 4-CF3-Ph, 0, O), (N.2656: Et, 4-CN-Ph, 0, O), (N.2657: Et, 4-CHO.Ph, 0, 0), 
(N-2668; Et, S-Cl-Ph, 0. O), (N-2659: Et, 3-Br-Ph, O, 0), (N-2660: Et, 3.F-Ph, 0, 
O), (N-2661: Et, 3-I.Ph. 0. 0), (N.2662: Et, 4-I-Ph, O, 0), (N-2663: Et, 4- 
OCFs-Ph. O, 0), (N-2664: Et. 3,4-diI-Ph, 0, 0), (N-2665: Et, Indole-6-yl, 0, O), 
(N-2666: Et, l-Ac-indole-6-yl, O, 0). (N-2667: Et, l.Me-indole-6-yl, O. 0), (N- 

20 2668: Et, 4-(l-Imidazolyl)-Ph. 0, 0), (N-2669: Et, 4-Morphorino-Ph, O, O), 
(N-2670: Et, 4-(l-Piperazinyl).Ph, 0, 0), (N-2671: Et, 2:5-diMe-thiophene-3-yl, 
0, 0). (N-2672: Et, 2-Furyl, 0, 0), (N-2673: Et, 5-Me-furan-2-yl, O, 0), (N- 
2674: Et, 5-Me-furan-2-yl, 0, O), (N-2675: Et, 2-Thiazolyl, 0, 0), (N-2676: Et,' 
l:4-Benzodioxin-6-yl, O, 0), (N-2677: Et, Benzo[b]furan-2-yl, 0, 0), (N-2678: 

25 Et, 4-NH2CH2-Ph, O, 0), (N-2679: Et, 4-N(Me)HCH2-Ph, 0, 0). (N-2680: Et, 
4-N(Me)2CH2-Ph, O, O), (N-2681: Et. 6-Cl-pyridine-3-yl, 0, 0), (N-2682: Et, 
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5,6-diCl-pyridine-3-yl, 0, 0), (N-2683: Et, 5-Cl-pyridine-2-yl, 0. 0), (N-2684: 
Et, 4:5-diCl-pyridine-2-yl. 0, O), (N-2685: Et, 4.ClCH2.Bn, O. 0), (N.2686: Et, 
Bn. 0, O), (N-2687: Et, 4-Cl-Bn. 0, 0), (N-2688: Et, 4-Br-Bii, O, O). (N-2689: Et, 
4-F-Bn, 0, 0). (N-2690: Et, 3.4-diCl-Bn, 0. 0), (N-2691: Et, 3,4-diBr-Bn, 0, O), 
5 (N-2692: Et, 3,4-diP-Bn, O, 0), (N.2693: Et, 4-Cl-Bz, 0, O), (N-2694: Et, 3.4- 
diCl-Bz, 0, 0), (N.2695: Et. 4-Br-Bz, 0, 0), (N-2696: Et, 3,4-diBr-Bz, 0. 0), 
(N-2697: Et. 4-F.Bz, O. O). (N-2698: Et. 3.4.diF.Bz, 0, O), (N-2699: Et. 4- 
N02-BII, 0, 0), (N-2700: Et, 4.CN.Bn, 0. 0). (N-2701: COOMe, Ph, 0, O), (N- 
2702: COOMe, 4.F.Ph, O. 0), (N-2703: COOMe, 4-Br-Ph, 0, O), (N-2704; 

10 COOMe, 4.Me-Ph, 0. 0), (N.2705: COOMe. 4-Ph-Ph, 0. 0), (N.2706: COOMe, 
4-OMe-PIi, 0. O), (N-2707: COOMe, 4-tBu-Ph, 0, O), (N-2708: COOMe, 4- 
COOMe-Ph, 0, 0). (N-2709: COOMe, 4-Pen.Ph, 0, O), (N.2710: COOMe, 4- 
NOz-Ph, 0, O). (N.2711: COOMe, 5-Cl-thiophene.2-yl, O. O). (N.2712: COOMe, 
3-Thienyl. O. 0). (N-2713: COOMe, 2-Py. 0, 0). (N-2714: COOMe, 3-Py, 0, O), 

15 (N.2715: COOMe. 4-Py, O, 0), (N-2716: COOMe. 3.4.diF-Ph. O. 0). (N-2717; 
COOMe, 5-Br.thiophene-2-yl, 0. 0), (N-2718: COOMe. 4-CONH2-Ph, 0, 0), 
(N.2719: COOMe, 4-C0N(Me)H-Ph, 0, O), (N-2720: COOMe. 4.C0N(Me)a-Ph, 
0, 0). (N-2721: COOMe, 4-iPrOC(=0)-Pii, 0, 0), (N-2722: COOMe, 4- 
nBuOC(=0)-Ph, O. 0). (N-2723: COOMe. 6-Me-pyridine-3-yl. O. 0). (N-2724: 

20 COOMe, Quinoline-3-yl, 0, O). (N-2725: COOMe, 4.NH2-Ph, O, O), (N.2726; 
COOMe. 4-N(Ac)H-Ph, O. 0), (N-2727: COOMe, 4-OH-Ph, O, O), (N-2728: 
COOMe, 3,4-di(OH)2-Ph, O, 0), (N-2729: COOMe, 3,4-di(NH2)-Ph, O, O), (N- 
2730: COOMe, 3:4:[N(Ac)H]2-Ph, O, O), (N-2731: COOMe, 4.SH.Ph, O, O), (N- 
2732: COOMe. 4-SMe-Ph, O, 0), (N-2733: COOMe. 3.4.diBr.Ph. O, 0), (N.2734: 

25. COOMe, 4.N(Me)H.Ph, 0. O), (N.2735: COOMe. 4.N(Me)2-Ph, O. 0). (N-2736; 
COOMe. 4-N(Me)3+-Ph. O, 0), (N-2737: COOMe, 4-Et-Ph, O, O). (N-2738: 
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COOMe, 4-iPr-Ph, 0, 0). (N-2739: COOMe, 4.nPr-Ph, O, O), (N-2740: COOMe, 
4.nBu-Ph, O, 0). (N-2741: COOMe. 4-iBu-Ph, O. 0), (N.2742: COOMe, 3,4- 
diMe-Ph, O, 0), (N-2743: COOMe, l.S-Benzodioxole-S-yl. 0, 0), (N-2744: 
COOMe, N-Me-pyridinium-4.yl, 0. 0), (N-2745: COOMe, N-Me-pyridinium-S- 

5 yl, O. 0). (N.2746: COOMe, 5-Me-Pyridine-2-yl, O, 0), (N-2747: COOMe, 2- 
Pyrazinyl, O, 0), (N-2748: COOMe, 3.Pyrrolyl, O, 0), (N-2749: COOMe, 1- 
Me -pyrrole -S-yl. O, 0), (N.2750: COOMe, Pyridine N-oxide-4-yl, 0, 0), (N- 
2751: COOMe, Pyridine N-oxide-3-yl, 0, O), (N-2752: COOMe, 6-OH- 
pyridine-3-yl, 0. O). (N-2763: COOMe, 6-SH-pyridine-3-yl, 0, 0), (N-2754: 

10 COOMe, l-Ac-pyrrole-3-yl, O, 0), (N-2755: COOMe, 4-CF3-Ph, 0, 0), (N-2756: 
COOMe, 4-CN-Ph. O, O), (N-2757: COOMe, 4-CHO-Ph. 0. O). (N-2758: COOMe, 
3-Cl-Ph, 0, 0), (N.2759: COOMe, 3-Br-Ph, 0, O), (N-2760: COOMe, 3-F-Ph, O. 
0), (N-2761: COOMe, 3-I-Ph, 0, 0), (N-2762: COOMe, 4-I-Ph, 0, 0), (N-2763: 
COOMe, 4.0CF3-Ph, O, 0). (N-2764: COOMe, 3.4.diI-Ph, O, 0), (N-2765: 

15 COOMe, Indole-6-yl, O, O). (N-2766: COOMe, l-Ac-indole-6-yl, O, 0),.(N-2767: 
COOMe. l-Me-indole-6-yl, O, O), (N-2768: COOMe, 4-(l-Imidazolyl)-Ph, 0, O). 
(N-2769: COOMe, 4-Morphorino-Ph, O, O), (N-2770: COOMe, 4-(l- 
Piperazinyl)-Ph, 0, 0), (N-2771: COOMe, 2:5-diMe-thiophene-3-yl, 0, 0), (N- 
2772: COOMe, 2-Furyl, 0, 0). (N.2773: COOMe, 5.Me-furan.2.yl, 0, O), (N- 

20 2774: COOMe, 5-Me-furan-2-yl, O, 0), (N-2775: COOMe, 2-Thiazolyl, O, O), 
(N-2776: COOMe, l:4-Benzodioxin-6-yl, O, O), (N-2777: COOMe, 
Benzo[b]furan-2-yl, 0, O), (N-2778: COOMe, 4.NH2CH2-Ph, 0, 0), (N.2779: 
COOMe, 4-N(Me)HCH2-Ph, 0, O). (N.2780: COOMe, 4.N(Me)2CH2-Ph, O, O), 
(N-2781: COOMe, 6-Cl-pyridine.3-yl, 0, 0). (N-2782: COOMe, 5,6-diCl- 

25 pyridine-3-yl, 0, 0), (N-2783: COOMe. 5-Cl-pyridine-2.yl, 0, O). (N-2784: 
COOMe, 4:5-diCl-pyridine-2-yl, 0. 0), (N-2785: COOMe, 4-ClCH2-Bn, 0, O), 
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(N-2786: COOMe, Bn, 0, 0). (N-2787: COOMe, 4-Cl-Bn, 0, 0). (N-2788; 
COOMe. 4-Br-Bn, O. 0), (N-2789: COOMe, 4.F.Bn, O, 0), (N-2790: COOMe, 
3.4-diCl-Bii, 0, 0), (N.2791: COOMe. 3,4-diBr.Bn, 0, 0), (N-2792: COOMe, 
3,4-diF-Bn, 0, 0), (N-2793: COOMe, 4-Cl-Bz, 0. 0). (N-2794: COOMe, 3,4- 
5 diCl-Bz, 0, 0), (N-2795: COOMe, 4-Br-Bz, 0, 0), (N-2796: COOMe, 3,4-diBr- 
Bz, O, 0), (N-2797: COOMe, 4-F-Bz, 0, 0), (N-2798: COOMe, 3,4-diF-B2, 0, O), 
(N.2799: COOMe, 4.N02-Bn, O, 0), (N-2800: COOMe, 4-CN-Bn, 0, O). (N-2801: 
4-F-Ph, CONH2, S, S), (N.2802: 4-Br-Ph. CONH2, S, S), (N.2803: 5.C1- 
thiophene-2.yl, CONH2, S, S), (N-2804: 3,4.diF-Ph, CONH2, S, S), (N.2805: 5- 

10 Br-thiophene-2.yl, CONH2, S, S), (N-2806: 3,4-diBr-Ph, CONH2, S, S), (N-2807: 
4-CF3-Ph, CONH2, S. S), (N-2808: 3-Cl-Ph, CONH2, S, S), (N.2809: 3-Br.Ph. 
CONH2. S, S), (N-2810: S-F-Ph, CONH2. S, S), (N.2811: 4.F-Ph. CO2NHCH8, S, 
S), (N-2812: 4-Br-Ph, CO2NHCH3, S, S), (N-2813: 5-Cl-thiophene-2-yl, 
CO2NHCH3. S, S), (N.2814: 3,4-diF-Ph, CO2NHCH3, S, S), (N-2815: 5-Br- 

15 thiophene-2-yl, CO2NHCH3, S. S). (N-2816: 3,4-diBr-Ph, CO2NHCH8, S, S), 
(N.2817: 4.CF3-Ph, CO2NHCH3. S, S), (N-2818: 3-Cl-Ph, CO2NHCH3, S; S), 
(N.2819: 3-Br-Ph, CO2NHCH3, S, S). (N.2820: 3-F-Ph, CO2NHCH3, S, S), (N- 
2821: 4.F-Ph, C02N(CH3)2, S, S), (N-2822: 4-Br-Ph. C02N(CH3)2, S, S). (N- 
2823: 5-Cl-thiophene-2-yl. C02N(CH3)2. S, S), (N.2824: 3.4-diF.Ph, 

20 C02N(CH3)2, S, S), (N-2825: 5-Br-thiophene-2-yl, C02N(CH3)2, S. S), (N.2826 
3,4-diBr-Ph, C02N(CHs)2, S, S), (N.2827: 4-CF3-Ph, C02N(CH3)2, S, S), (N 
2828: 3-Cl-Ph, C02N(CH3)2. S, S), (N-2829: 3-Br-Ph, C02N(CH3)2, S, S). (N 
2830: 3-F-Ph, C02N(CH3)2, S, S), (N.2831: 4.F-Ph, CO2H, S. S). (N-2832: 4 
Br-Ph, CO2H, S, S), (N-2833: 5-Cl-thiophene-2-yl, CO2H, S, S), (N-2834: 3,4 

25 diF-Ph, CO2H, S, S), (N.2835: 5-Br-thiophene-2-yl, CO2H, S, S), (N-2836: 3,4 
diBr-Ph, CO2H, S. S), (N-2837: 4-CF3-Ph, CO2H, S, S), (N-2838: 3-Cl-Ph, CO2H 
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S, S), (N-2839: 3-Br-Ph, CO2H, S, S), (N-2840: 3-F-Ph, CO2H, S, S), (N-2841: 
4-F.Ph, NH2, S, S), (N.2842: 4-Br.Ph, NH2, S, S), (N-2843: 5-Cl-thiopliene.2-yl, 
NH2, S, S). (N.2844: 8,4-diF-Ph, NH2, S, S), (N.2845: 5-Br.thiophene-2-yl, NH2, 
S, S). (N-2846: 3,4-diBr-Ph. NH2. S, S). (N.2847: 4.CF8-Ph. NH2. S, S), (N-2848: 
5 3.C1-Ph, NH2, S, S), (N-2849: S-Br-Ph, NH2, S, S), (N-2850: 3-F-Ph, NH2, S, S). 
(N-2851: 4.F-Ph, CHzCOOMe, S, S), (N-2852: 4-Br-Ph. CH2C00Me, S. S). (N- 
2853: 5-Cl-thiophene-2-yl, CH2C00Me, S, S), (N-2854: 3,4-diF-Ph, CH2C00Me, 
S, S), (N-2855: 5-Br.thiophene-2-yl, CH2C00Me. S, S), (N.2856: 3,4-diBr.Pli, 
CHzCOOMe, S, S), (N-2857: 4-CF3-Ph. CH2C0OMe, S, S). (N-2858: 3-Cl-Ph, 

10 CH2C00Me, S, S). (N-2859: S-Br-Ph, CH2C00Me, S, S), (N-2860: 3-F-Ph, 
CH2C00Me, S, S), (N.2861: 4-F-Ph, CH2CH2COOMe, S, S). (N-2862: 4-Br.Ph. 
CH2CH2COOMe, S, S). (N-2863: 5-Cl-thiophene-2-yl. CH2CH2COOMe. S, S). 
(N-2864: 3,4-diF-Ph, CH2CH2COOMe, S, S), (N-2865: 5-Br-thiophene-2-yl, 
CH2CH2COOMe. S, S), (N-2866: 3.4-diBr.Ph, CH2CH2COOMe, S, S), (N-2867: 

15 4-CF3-Ph, CH2CH2COOMe. S, S), (N-2868: 3-Cl-Pli. CH2CH2COOMe, S. S), 
(N-2869: 3-Br-Ph, CH2CH2COOMe, S, S), (N.2870: 3-F.Ph, CH2CH2C00Me, S, 
S), (N-2871: 4-F-Ph, CH2COONH2, S, S), (N-2872: 4-Br-Ph, CH2COONH2, S, S), 
(N.2873: 5-Cl-thiophene-2-yl, CH2COONH2, S, S), (N-2874: 3,4-diF-Ph, 
CH2COONH2, S, S), (N-2875: 5-Br-thiophene-2-yl. CH2COONH2, S, S), (N- 

20 2876: 3,4-diBr-Ph, CH2COONH2, S, S). (N-2877: 4-CF3-Ph, CH2COONH2. S, S), 
(N-2878: 3-Cl-Ph, CH2COONH2, S, S), (N-2879: 3-Br-Ph, CH2COONH2, S, S). 
(N-2880: 3-F-Ph, CH2COONH2. S, S), (N-2881: 4-F.Ph, CH2COONHCH3, S, S), 
(N-2882: 4-Br-Ph, CH2COONHCH3. S, S), (N-2883: 5-Cl-thiophene-2.yl, 
CH2COONHCH3, S, S), (N-2884: 3,4-diF-Ph, CH2COONHCH3, S. S), (N-2885: 

25 5-Br-thiophene-2-yl, CH2COONHCH3, S, S), (N-2886: 3,4.diBr-Ph, 
CH2COONHCH3, S, S), (N-2887: 4.CF3-Ph. CH2COONHCH3, S, S), (N-2888: 
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3-Cl-Ph, CH2COONHCH3, S, S), (N-2889: 3-Br-Ph, CH2COONHCH3, S, S), (N- 
2890: 3-F-Ph, CH2COONHCH3. S, S), (N-2893: 5-Cl.thiophene-2-yl, CH2CH2CI, 
S, S), (N-2894: 3.4.diF-Ph, CH2CH2C1, S, S), (N.2895: 5.Br.thiophene-2.yl, 
CH2CH2CI, S, S), (N.2896: 3.4-diBr-Ph, CH2CH2CI, S, S). (N.2897: 4.CP3-Ph, 
5 CH2CH2CI. S, S), (N-2898: 3-Cl-Ph, CH2CH2CI, S, S), (N-2899: 3-Br-Ph, 
CH2CH2CI. S. S), (N-2900: 3-F-Ph, CH2CH2CI, S, S), (N-2901: 4-F-Ph, CONH2, 
O. S), (N-2902: 4-Br-Ph. CONH2. 0, S), (N-2903: 5-Cl-thiophene-2.yl, CONH2. 
0, S), (N.2904: 3,4-diF-Ph, CONH2, 0, S), (N-2905: 5-Br-thiophene-2-yl, 
CONH2, 0, S), (N-2906: 3,4-diBr-Ph. CONH2, 0. S), (N.2907: 4.CF3-Ph, CONH2, 

10 ■ 0. S), (N-2908: 3-Cl-Ph, CONH2, 0, S), (N.2909; 3-Br-Ph, CONH2, 0, S), (N- 
2910: 3-F-Ph, CONH2, O, S), (N-2911: 4.F-Ph, CO2NHCH3, 0, S), (N.2912: 4- 
Br-Ph, CO2NHCH3. O, S), (N-2913: 5-Cl-thiophene-2-yl. CO2NHCH3, 0, S), 
(N-2914: 3,4-diF-Ph, CO2NHCH3, 0, S), (N-2915: 5-Br.thiophene-2-yl, 
CO2NHCH3, 0, S), (N-2916: 3,4-diBr-Ph, CO2NHCH3, 0, S), (N-2917: 4-CF3-Ph, 

15 CO2NHCH3, O, S). (N-2918: 3-Cl-Ph. CO2NHCH8, O, S), (N-2919: 3-Br-Ph. 
CO2NHCH3, 0, S), (N-2920: 3-F-Ph. CO2NHCH3, 0, S), (N-2921: 4-F-Ph, 
C02N(CH3)2, 0, S), (N-2922: 4.Br-Ph, C02N(CH8)2, 0. S), (N-2923: 5-Cl- 
thiophene-2-yl, C02N(CH3)2, 0, S), (N-2924: 3,4-diF.Ph, C02N(CH3)2, 0, S). 
(N-2925: 5-Br-thiophene-2-yl, C02N(CH3)2, O. S). (N-2926: 3,4-diBr-Ph. 

20 C02N(CH3)2, O, S), (N.2927: 4.CF3-Ph, C08N(CH3)2. 0, S), (N-2928: 3-Cl-Ph, 
C02N(CH3)2, O, S), (N-2929: 3-Br.Ph, C02N(CH3)2, 0, S). (N-2930: 3-F-Ph, 
C02N(CH3)2, O, S). (N-2931; 4-F-Ph, CO2H, 0, S), (N-2932: 4-Br-Ph, CO2H, 0, 
S), (N-2933: 5-Cl-thiophene.-2-yl, CO2H, 0, S), (N-2934: 3,4-diF-Ph. CO2H, 0, 
S), (N.2935: 5-Br-thiophene-2-yl, CO2H, 0, S), (N-2936: 3,4-diBr.Ph. CO2H, O, 

25 S), (N.2937: 4-CF8-Ph, CO2H, 0. S), (N-2938: 3-Cl-Ph, CO2H, 0, S), (N.2939: 
3.Br-Ph, CO2H, 0, S), (N-2940: 3-F-Ph, CO2H. 0. S), (N-2941: 4.F.Ph, NH2, 0, 

124 



wo 01/07423 



PCT/JPOO/04909 



S), (N-2942: 4.Br.Ph, NHs, 0. S), (N-2943: 5-Cl-thiophene.2-yl, NH2, 0. S), 
(N-2944: 3,4-diF-Ph, NH2, O, S), (N-2945: 5-Br-thiophene-2-yl. NH2. 0, S), 
(N.296: 3,4-diBr-Ph, NH2, 0, S), (N.2947: 4-CF3-Ph, NH2. 0, S), (N-2948: 3- 
Cl-Ph. NH2. 0. S), (N-2949: 3-Br.Ph, NH2, 0, S), (N-2950: 3-F-Ph, NH2. 0, S). 
5 (N-2951: 4-F-Ph, CH2C00Me, 0. S), (N-2952: 4-Br-Ph, CH2C00Me, O, S), (N- 
2953: 5-Cl-thiophene-2.yl. CH2C00Me, 0, S), (N-2954: 3,4-diF-Ph, 
CH2C00Me, 0, S). (N.2955: 5.Br-thiophene-2.yl, CH2C00Me, O, S), (N.2956: 
3,4-diBr.Ph, CH2C00Me, 0, S). (N-2957: 4-CF3-Ph, CH2C00Me, O, S), (N- 
2958: 3-Cl-Ph, CH2C00Me, O, S), (N.2959: 3-Br-Ph, CH2C00Me, O, S), (N- 

10 2960: 3-F.Ph, CH2C00Me, O, S), (N-2961: 4-F-Ph. CH2CH2COOMe, 0, S), (N- 
2962: 4.Br.Ph, CH2CH2COOMe. O, S). (N-2963: 5-Cl-thiophene-2-yI, 
CH2CH2COOMe. O. S). (N-2964: 3.4-diF-Ph, CH2CH2COOMe. O, S), (N-2965: 
5-Br-thiophene-2-yl, CH2CH2COOMe, 0, S), (N-2966: 3,4-diBr-Ph. 
CH2CH2COOMe, O, S), (N.2967: 4-CF3-Ph. CH2CH2COOMe. 0, S), (N-2968: 3- 

15 Cl-Ph. CH2CH2COOMe. 0, S), (N-2969: 3-Br-Ph. CH2CH2COOMe, 0, S). (N- 
2970: 3-F-Ph, CH2CH2COOMe, O, S). (N-2971: 4-F-Ph, CH2COONH2, O. S), 
(N-2972: 4-Br.Ph, CH2COONH2, O, S), (N-2973: 5.Cl-thiophene-2.yl, 
CH2COONH2, 0, S), (N-2974: 3,4-diF-Ph, CH2COONH2, 0, S), (N-2975: 5-Br- 
thiophene-2-yl, CH2COONH2, O. S), (N-2976: 3,4-diBr-Ph, CH2COONH2, O, S), 

20 (N-2977: 4.CF3.Ph, CH2COONH2. 0, S). (N.2978: 3-Cl.Ph. CH2COONH2, 0. S), 
(N-2979: 3-Br-Ph, CH2COONH2, O. S), (N-2980: 3-F-Ph, CH2COONH2, O, S), 
(N-2981: 4-F-Ph, CH2COONHCH3, 0. S), (N-2982: 4-Br.Ph, CH2COONHCH3, 0, 
S), (N-2983: 5-Cl-thiophene-2-yl, CH2COONHCH3, 0, S), (N-2984: 3,4-diF-Ph, 
CH2COONHCH3, O, S), (N-2985: 5-Br-thiophene-2-yl, CH2COONHCH3. O. S), 

25 (N-2986: 3,4.diBr-Ph, CH2COONHCH3, O, S), (N-2987: 4-CF3-Ph, 
CH2COONHCH3. 0, S), (N-2988: 3-Cl-Ph. CH2COONHCH3, O. S), (N-2989: 3- 
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Br.Ph, CH2COONHCH3, 0, S), (N-2990: 3-F.Ph, CH2COONHCH3, 0, S), (N- 
2991: 4-F-Ph, CH2CH2CI, O. S), (N-2992: 4.Br-Ph, CH2CH2CI, 0, S), (N-2993: 
5.Cl-thiophene-2-yl, CH2CH2CI, O, S). (N-2994: 3.4-diF-Ph, CH2CH2CI, 0. S), 
(N-2996: 5-Br.thiophene-2-yl, CH2CH2CI, 0, S), (N.2996: 3,4-diBr-Ph, 
5 CH2CH2CI, 0. S), (N-2997: 4-CF3-.Ph, CH2CH2CI. 0, S). (N-2998: 3-Cl-Ph, 
CH2CH2CI, 0, S). (N-2999: 3-Br-Ph, CH2CH2CI, 0, S). (N-SOOO: 3-F-Ph, 
CH2CH2CI, 0, S), (N.3001: 4-F.Ph, CONH2, S. 0). (N.3002: 4-Br.Ph, CONH2, S, 
0), (N-3003: 5.Cl.thiophene.2.yl, CONH2, S, 0), (N-3004: 3,4-diF-Ph, CONH2, 
S, 0), (N-3005: 5-Br-thiophene-2.yl. CONH2, S, O), (N-3006: 3,4.diBr-Ph, 

10 CONH2, S, 0), (N-3007: 4-CF3-Ph, CONH2, S, 0), (N-300: 3-Cl-Ph, CONH2, S, 
0), (N.3009: 3-Br-Ph, CONH2, S, 0), (N-3010: 3-F-Ph. CONH2, S, 0), (N-3011: 
4-F-Ph, CO2NHCH3, S, O), (N-3012: 4-Br-Ph, CO2NHCH3. S. 0), (N-3013: 5- 
Cl-thiophene-2-yl, CO2NHCH3. S. 0), (N.3014: 3,4-diF-Ph, CO2NHCH3. S, 0), 
(N-3015: 5-Br-thiophene-2-yl, CO2NHCH3, S, 0), (N-3016: 3,4-diBr-Ph, 

15 CO2NHCH3, S, O). (N-3017: 4-CF3-Ph, CO2NHCH3. S, O), (N-3018: 3-Cl-Ph, 
CO2NHCH8, S, O), (N.3019: S-Br-Ph, CO2NHCH3, S, O). (N.3020: 3-F-Ph, 
CO2NHCH3, S, 0). (N-3021: 4-F-Ph, C02N(CH3)2. S, 0), (N-3022: 4-Br-Ph, 
C02N(CH3)2, S, O), (N-3023: 5-Cl-thiophene-2.yl, C02N(CH3)2, S, 0), (N-3024: 
3,4-diF-Ph, C02N(CH3)2. S, 0). (N-3025: 5-Br-thiophene-2-yl. C02N(CH3)2, S, 

20 0), (N-3026: 3.4-diBr-Ph. C02N(CH3)2, S, 0). (N.3027: 4.CF3-Ph, C02N(CH8)2, 
S, 0), (N.3028: 3-Cl-Ph, C02N(CH3)2, S, 0), (N-3029: 3-Br-Ph, C02N(CH3)2, S, 
0), (N-3030: 3-F.Ph, C02N(CH3)2, S, 0), (N.3031: 4-F-Ph. CO2H, S, O), (N- 
3032: 4.Br-Ph, CO2H, S, O), (N.3033: 5-Cl-thiophene-2.yl, CO2H, S, O), (N- 
3034: 3.4-diF-Ph, CO2H, S. 0), (N-3035: 5-Br-thiophene-2-yl, CO2H, S, 0), 

25 (N-3036: 3,4-diBr-Ph, CO2H. S, O), (N-3037: 4-CF3-Ph, CO2H. S, O), (N-3038: 
3-Cl-Ph, CO2H, S, O), {N-3039: 3-Br.Ph, CO2H, S, 0), (N-3040: 3-F-Ph, CO2H, S. 
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0), (N-3041: 4-F-Ph, NH2. S, O), (N-3042: 4.Br-Ph, NH2, S, 0), (N.3043: 5-Cl- 
thiophene-2-yl, NH2, S, 0), (N-3044: 3,4.diF-Ph, NH2. S. 0), (N-3045: 5-Br. 
thiophene-2.yl, NH2. S, 0), (N.3046: 3,4-diBr-Ph, NH2, S. 0), (N-3047: 4-CF3- 
Ph. NH2, S, O), (N-3048: 3-Cl-Ph, NH2, S, 0). (N-3049: 3-Br-Ph, NH2, S. 0). 
5 (N-3050: 3-F-Ph, NH2, S, O), (N-3051: 4-F-Ph, CH2C00Me, S, 0), (N-3052: 4- 
Br-Ph, CH2C00Me, S, O), (N-3053: 5-Cl-thiophene-2-yl, CH2C00Me, S, O). 
(N-3064: 3,4-diF-Ph, CH2C00Me, S, 0). (N.3055: 5-Br-thiophene-2-yl. 
, CH2C00Me, S, 0), (N-3056: 3,4.diBr.Ph, CH2C00Me, S, 0), (N.3057: 4.CF3- 
Ph, CH2C00Me, S, 0), (N-3058: 3-Cl-Ph, CH2C00Me, S, O), (N-3059: 3-Br-Ph. 

10 CH2C00Me. S, O), (N.3060: 3-F-Ph, CH2C00Me. S, O). (N-3061: 4-F-Ph, 
CH2CH2COOMe, S, O), (N.3062: 4-Br-Ph. CH2CH2COOMe, S. O), (N-3063: 5- 
Cl-thiophene-2-yl, CH2CH2COOMe, S, O). (N-3064: 3,4-diF-Ph, 
CH2CH2COOMe. S, O), (N-3065: 5-Br-thiophene-2-yl. CH2CH2COOMe, S, O), 
(N-3066: 3.4-diBr-Ph, CH2CH2COOMe, S, O), (N.3067: 4-CF3-Ph, 

15 CH2CH2COOMe, S, O), (N-3068: 3-Cl-Ph, CH2CH2COOMe, S, 0), (N-3069: 3- 
Br-Ph, CH2CH2COOMe. S, 0), (N-3070: 3-F-Ph, CH2CH2C00Me, S, 0), (N- 
3071: 4.F.Ph, CH2COONH2. S, 0), (N.3072: 4.Br.Ph, CH2COONH2, S. O). (N- 
3073: 5.Cl-thiophene-2-yl, CH2COONH2, S, 0), (N-3074: 3.4-diF.Ph, 
CH2COONH2, S, O), (N-3075: 5-Br-thiophene-2.yl, CH2COONH2, S. O), (N- 

20 3076: 3,4.diBr-Ph, CH2COONH2, S, 0), (N-3077: 4.CF3-Ph, CH2COONH2, S, O), 
(N-3078: 3-Cl-Ph, CH2COONH2, S, O), (N-3079: 3-Br.Ph, CH2COONH2, S, 0), 
(N-3080: 3-F-Ph, CH2COONH2, S. 0), (N-3081: 4-F-Ph, CH2COONHCH3, S, O), 
(N-3082: 4.Br-Ph, CH2COONHCH3, S, 0), (N-3083: 5-Cl-thiophene-2-yl, 
CH2COONHCH3, S, O), (N.3084: 3.4.diF-Ph, CH2COONHCH3, S, O), (N-3085: 

25 5.Br-thiophene-2-yl, CH2COONHCH3. S, O), (N.3086: 3,4.diBr-Ph, 
CH2COONHCH3, S, 0), (N-3087: 4-CF3-Ph, CH2COONHCH3, S, 0), (N-3088: 
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3-Cl-Ph, CH2COONHCH3, S, O), (N-3089: 3-Br.Ph, CH2COONHCH3, S, 0), 
(N-3090: 3-F-Ph. CH2COONHCH3, S, 0), (N-3091: 4-F-Ph, CH2CH2CI, S. 0), 
(N-3092: 4-Br-Ph, CH2CH2C1, S, 0), (N.3093: 5-Cl-thiophene-2-yl, CH2CH2CI, 
S, 0), (N-3094: 3,4-diF-Ph. CH2CH2CI, S, O), (N-3095: 5-Br-thiophene.2.yl. 
5 CH2CH2CI, S, 0), (N-3096: 3,4-diBr-Ph, CH2CH2CI, S, 0). (N.3097: 4-CF3.Ph, 
CH2CH2CI, S, 0), (N.3098: 3-Cl-Ph, CH2CH2CI, S, O), (N-3099: 3-Br-Ph, 
CH2CH2CI. S, 0), (N-3100: 3-F-Ph, CHaCH2Cl, S, 0), (N-SlOl: 4.F-Ph, CONH2, 
0, 0), (N-3102: 4.Br-Ph, CONH2, 0, 0), <N.3103: 5-CI-thiophene.2.yl. CONH2, 
O. 0), (N-3104: 3,4-diF-Ph, CONH2. 0, 0), (N-3105: 5^Br-thiophene-2-yl, 

10 CONH2, 0, 0). (N-3106: 3,4-diBr-Ph, CONH2, O, 0), (N-3107: 4-CF3-Ph, 
CONH2, 0, O). (N.3IO8: 3-Cl-Ph. CONH2, O, O). (N-3109: 3-Br-Ph. CONH2. O. 
O), (N.311O: 3.F-Ph, CONH2, 0, 0), (N-3111: 4-F-Ph, CO2NHCH3, 0, 0), (N- 
3112; 4-Br.Ph, CO2NHCH3. O, O), (N-3113: 5-Cl-thiophene-2.yl, CO2NHCH3. 0, 
0). (N-3114: 3,4-diF-Ph, CO2NHCHS, O, 0), (N-3115: 5-Br-thiophene-2-yl, 

15 CO2NHCHS. O, 0), (N-3116: 3,4-diBr.Ph, CO2NHCHS, 0. 0), (N-3117: 4.CF3-Ph, 
CO2NHCH3, O, 0), (N-3118: 3-Cl-Ph, CO2NHCH3, O, O), (N-3119: 3-Br-Ph. 
CO2NHCH3, O, 0), (N-3120: 3-F-Ph, CO2NHCH3, O, O). (N-3121: 4-F-Ph, 
C02N(CH3)2. 0, 0), (N-3122: 4-Br.Ph, C02N(CH3)2, 0, 0), (N-3123: 5-Cl- 
thiophene-2-yl. C02N(CH3)2, O, 0), (N-3124: 3.4.diF-Ph, C02N(CH3)2, 0, O). 

20 (N-3125: 5-Br.thiophene-2-yl, C02N(CH3)2. 0, 0), (N-3126: 3.4.diBr-Ph. 
C02N(CH3)2, O, O), (N-3127: 4-CF3-Ph, C02N(CH3)2. 0. O), (N-3128: 3-Cl-Ph, 
C02N(CH3)2, 0, 0), (N-3129: 3-Br-Ph, C02N(CH3)2, 0, 0). (N-3130: 3-F-Ph, 
C02N(CH3)2, 0, O), (N-3131: 4-F-Ph, CO2H. 0, 0),.(N-3132: 4.Br.Ph, CO2H, 0, 
O), (N-3133: 5-Cl-thiophene-2-yl, COiH, O. 0), (N-3134: 3,4-diF-Ph. CO2H, 0. 

25 0), (N.3135: 5-Br-thiophene-2.yl, CO2H. 0, 0), (N-3136: 3,4-diBr-Ph, CO2H, 0, 
O), (N-3137: 4.CF3-Ph, CO2H, O, 0), (N-3138: 3-Cl-Ph, CO2H, 0. 0), (N.3139: 
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3-Br.Ph, CO2H, 0, 0), (N-3140: 3-F-Ph, CO2H, 0. O), (N-3141: 4-F.Ph, NH2, 0. 
0), (N-8142: 4-Br-Ph, NH2. 0, 0). (N.3143: 5-Cl-thiophene-2-yl, NH2, 0, 0), 
(N-3144: 3,4-diF-Ph, NH2, 0, 0), (N-3145: 5.Br-thiophene-2-yl, NHj, 0, 0), 
(N-3146: 3,4-diBr.Ph, NH2, O. 0), (N-3147: 4.CF3-Ph. NH2, O, 0). (N-3148: 3- 
5 Cl-Ph, NH2. 0, 0), (N-3149: 3-Br-Ph, NH2, 0. 0), (N-3150: 3-F-Pb, NH2, 0. 0), 
(N-3151: 4.F.Ph, CHaCOOMe, O, 0), (N-3152: 4-Br-Ph, CH2C00Me, 0, 0), 
(N.3153: 5-Cl-thiophene-2-yl, CH2C00Me. O, 0), (N-3154: 3.4-diF-Ph. 
CH2C00Me, 0. 0), (N-3155: 5-Br.thiophene-2-yl, CH2C00Me, 0, 0), (N.3156: 
3,4.diBr-Ph, CH2C00Me, O, O), (N-3157: 4-CF8-Ph, CH2C00Me, 0. O), (N- 

10 3158: 3-Cl-Ph, CH2C00Me, 0, 0), (N-3159: 3-Br.Pli. CH2C00Me, O, O). (N- 
3160: 3-F.Ph, CH2C00Me, 0. 0), (N-3161: 4.F-Ph. CHaCH2C00Me, O, O), 
(N-3162: 4-Br-Ph, CH2CH2COOMe. 0, 0), (N-3163: 5-Cl-thiophene-2-yl, 
CH2CH2COOMe. 0, O), (N-3164: 3,4-diF-Ph. CH2CH2COOMe. 0, 0). (N-3165: 
5-Br-thiophene-2-yl, CH2CH2COOMe, 0, 0), (N-3166: 3,4-diBr-Ph, 

15 CH2CH2COOMe, 0, O), (N-3167: 4-CF3-Ph. CH2CH2COOMe, O. 0), (N.3168: 
3-Cl-Ph, CH2CH2COOMe, 0, 0), (N-3169: 3-Br.Ph, CH2CH2CO0Me, 0, 0), 
(N.3170: 3-F-Ph, CH2CH2COOMe, 0. 0), (N-3171: 4-F.Ph. CH2COONH2, 0, O), 
(N.3172; 4-Br-Ph. CH2COONH2, O, 0), (N-3173: 5-Cl-thiophene-2-yl, 
CH2COONH2, 0, 0). (N-3174: 3,4-diF-Ph, CH2COONH2, 0, O), (N-3175: 5-Br- 

20 thiophene-2-yl, CH2COONH2. O, 0), (N-3176: 3,4-diBr-Ph, CH2COONH2, 0, O). 
(N-3177: 4.CF3-Ph, CH2COONH2, O, 0). (N-3178: 3-Cl-Ph. CH2COONH2. 0, O), 
(N-3179: 3-Br-Ph, CH2COONH2. O, O). (N-3180: 3-F-Ph, CH2COONH2, 0, O), 
(N-3181: 4-F-Ph. CH2COONHCH3. 0, 0), (N.3182: 4-Br-Ph, CH2COONHCH3, 0. 
0), (N-3183: 5-Cl-thiophene-2-yl, CH2COONHCH3, O, 0), (N-3184: 3,4-diF-Ph, 

25 CH2COONHCH8, 0, 0), (N-3185: 5.Br-thiophene-2-yl, CH2COONHCH3, 0. 0), 
(N-3186: 3,4-diBr-Ph, CH2COONHCH3, O. 0). (N-3187: 4.CF3-Ph, 
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CH2COONHCH3, 0, 0), (N.3I88: 3.Cl.Ph. CH2COONHCH3, 0, 0), (N.3189: 3- 
Br-Ph, CH2COONHCH3, 0, 0), (N-3190: 3-F.Ph. CH2COONHCH3, O. 0), (N- 
3192: 4.Br-Ph, CH2CH2CI. 0, 0), (N.3193: 5-Cl-thiophene-2-yl, CH2CH2CI. 0, 
0), (N-3194: 3,4-diF-Ph, CH2CH2CI, O, O), (N-3195: 5-Br-thiophene-2-yl, 
5 CH2CH2CI, 0, 0). (N.3196: 3.4-diBr-Ph, CH2CH2CI. O, 0), (N-3197: 4.CF3-Ph. 
CH2CH2CI, 0, 0), (N-3198: 3-Cl-Ph, CH2CH2CI. 0, 0), (N-3199: 3-Br.Ph, 
CH2CH2CI, O. 0), (N-3200: S-F-Ph. CH2CH2CI, O. O), (N.3301: CONH2, 4.F.Ph, 
S, S), (N-3302: CONH2, 4-Br-Ph, S, S). (N-3303: CONH2, 5-Cl-thiopheiie-2-yl, S, 
S), (N-3304: CONH2, 3.4-diF-Ph, S, S), (N-3305: CONH2, 5-Br-thiophene.2-yl. 

10 S, S), (N.33O6: CONH2. 3,4-diBr-Ph, S, S). (N-3307: CONH2, 4-CF3-Ph, S, S), 
(N.33O8: CONH2, 3-CI-Ph. S, S). (N.3309: CONH2, 3-Br-Ph, S, S), (N.3310: 
CONH2, 3-F.Ph, S, S), (N-3311: CO2NHCH3, 4.F.Ph, S, S), (N-3312: CO2NHCH3, 
4.Br-Ph, S. S), (N-3313: CO2NHCH3, 5-Cl-thiophene-2-yl, S, S), (N-3314: 
CO2NHCH3, 3.4-diF-Ph. S, S), (N-3315: CO2NHCH3, 5-Br-thiophene-2-yl, S. S), 

15 (N-3316: CO2NHCH3. 3,4-diBr.Ph. S, S). (N.3317: CO2NHCH3. 4-CF3-Ph, S, S), 
(N-3318: CO2NHCH3, 3-Cl-Ph, S, S), (N-3319: CO2NHCH3, 3-Br-Ph, S, S). (N- 
3320: CO2NHCH3, 3.F.Ph, S. S), (N-3321: C02N(CH3)2, 4-F-Ph, S, S), (N.3322: 
C02N(CH3)2, 4-Br-Ph, S, S). (N-3323: C02N(CH3)2. 5-Cl-thiophene-2-yl, S, S), 
(N-3324: C02N(CH3)2, 3,4-diF.Ph, S, S). (N.3325: C02N(CH3)2, 5-Br- 

20 thiophene.2.yl, S. S), (N-3326: C02N(CH3)2. 3.4.diBr-Ph. S, S). (N-3327: 
C02N(CH3)2, 4-CF3-Ph, S, S), (N-3328: C02N(CH3)2, 3-Cl-Ph, S. S), (N-3329: 
C02N(CH3)2, 3-Br-Ph, S, S), (N-3330: C02N(CH3)2, S-F-Ph, S, S), (N-3331: 
CO2H, 4-F.Ph. S, S). .(N.3332: CO2H, 4-Br-Ph,. S,.S). (N.3333: CO2H, 5-Cl- 
thiophene-2.yl, S, S), (N-3334: CO2H, 3,4-diF-Ph, S, S), (N-3335: CO2H, S-Br- 

25 thiophene-2-yl, S, S), (N-3336: CO2H, 3,4-diBr.Ph, S, S), (N-3337: CO2H, 4- 
CF3-Ph, S, S). (N-3338: CO2H, 3-Cl.Ph. S. S), (N-3339: CO2H. 3-Br-Ph, S, S), 
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(N-3340: CO2H, 3-F-Ph, S. S), (N-3341: NH2, 4.F-Ph, S, S), (N-3342: NHz, 4- 
Br-Ph, S, S), (N-3343: NH2, 5-Cl.thiophene-2-yl, S, S), (N-3344: NH2. 3,4-diF- 
Ph, S, S), (N-3345: NH2. 5-Br-thiophene-2-yl, S. S), (N-3346: NH2. 3.4-diBr-Ph, 
S, S), (N-3347: NH2, 4-CF3-Ph, S. S), (N-3348: NH2, 3-Cl-Ph, S, S), (N-3349: 
5 NH2, 3-Br-Ph, S, S), (N.335O: NH2. 3-F-Ph, S, S), (N.3351: CH2C00Me, 4.F-Ph, 
S, S), (N-3352: CH2C0OMe, 4.Br-Ph, S, S), (N.3353: CH2C00Me, 5-Cl- 
thiophene-2-yl, S, S), (N.3364: CH2C00Me. 3,4-diF-Ph. S, S). (N-3355: 
CH2C00Me, 5.Br-thiophene-2-yl, S. S), (N-3356: CH2C00Me, 3,4-diBr-Ph, S, 
S), (N-3357: CH2C00Me, 4.CF3-Ph, S, S), (N-3358: CH2C00Me, 3-Cl-Ph. S, S), 

10 (N-3359: CH2C00Me, S-Br-Ph, S. S). (N.3360: CH2C0OMe, 3-F-Ph, S, S), (N- 
3361: CH2CH2C00Me, 4-F-Ph, S, S), (N-3362: CH2CH2COOMe, 4-Br-Ph, S, S). 
(N-3363: CH2CH2COOMe, 5-Cl-thiophene-2-yl, S, S), (N-3364: CH2CH2COOMe, 
3.4-diF.Ph, S, S), (N.3365: CH2CH2COOMe, 5-Br-thiophene-2-yl, S. S), (N- 
3366: CH2CH2COOMe, 3,4-diBr-Ph, S, S), (N.3367: CH2CH2COOMe, 4-CF3-Ph, 

15 S, S). (N.3368: CH2CH2C00Me, 3-Cl-Ph, S, S). (N.3369: CH2CH2COOMe, 3- 
Br-Ph, S, S), (N.337O: CH2CH2COOMe. 3-F-Ph, S, S), (N-3371: CH2COONH2, 

4- F-Ph, S, S), (N-3372: CH2COONH2, 4-Br-Ph, S, S), (N-3373: CH2COONH2, 

5- Cl-thiophene-2-yl. S, S), (N-3374: CH2COONH2, 3,4-diF-Ph, S, S), (N-3375: 
CH2COONH2, 5-Br-thiophene-2-yl. S, S), (N.3376: CH2COONH2, 3,4-diBr.Ph, 

20 S, S), (N.3377: CH2COONH2, 4-CF3-Ph, S, S), (N.3378: CH2COONH2, S-Cl-Ph, 
S, S), (N-3379: CH2COONH2. 3-Br-Ph, S, S), (N-3380: CH2COONH2, 3-F-Ph, S, 
S), (N-3381: CH2COONHCH3, 4.F-Ph, S, S), (N-3382: CH2COONHCH3, 4-Br-Ph, 
S, S), (N-3383: CH2COONHCH3, 5-Cl-thiophene-2-yl, S, S), (N-3384: 
CH2COONHCH3, 3,4-diF-Ph, S, S), (N-3385: CHaCOONHCHs, 5-Br- 

25 thiophene-2-yl, S, S), (N-3386: CH2COONHCH3, 3.4-diBr-Ph, S, S), (N-3387: 
CH2COONHCH3, 4-CF3-Ph, S, S), (N-3388: CH2COONHCH3, 3-Cl-Ph, S. S), 
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(N-3389: CHzCOONHCHs, 3-Br-Ph, S, S), (N-3390: CH2COONHCH3, 3-F-Ph. S, 
S), (N.339I; CH2CH2CI. 4-F-Ph. S. S), (N.3392: CH2CH2CI, 4-Br-Ph. S, S), (N- 
3393: CH2CH2CI, 5-Cl-thiophene-2-yl, S, S), (N.3394: CH2CH2CI. 3.4-diF-Ph, S, 
S). (N-3395: CH2CH2CI. 5-Br-thiophene-2-yl. S, S), (N-3396: CH2CH2CI, 3,4. 
5 diSr-Ph, S, S), (N-3397: CH2CH2CI, 4-CF3-Ph, S, S), (N.3398: CH2CH2CI, 3- 
Cl-Ph, S, S), (N-3399: CH2CH2CI, 3-Br-Ph, S, S), (N-3400: CH2CH2CI, 3-F-Ph, S. 
S), (N-3401: CONH2, 4-F.Ph, S, 0). (N-3402: CONH2, 4-Br-Ph. S. 0), (N-3403: 
CONH2. 5-Cl-thiophene-2.yl. S, 0), (N.3404: CONH2, 3,4.diF-Ph, S, 0), (N- 
3405: CONH2, 5-Br-thiophene-2-yl, S, 0), (N-3406: CONH2, 3.4-diBr-Ph, S, O), 

10 (N-3407: CONH2, 4-CF3-Ph, S, 0), (N-3408: CONH2, 3-Cl-Ph, S, 0), (N.3409: 
CONH2, 3-Br.Ph, S. O), (N-3410: CONH2. 3-F-Ph, S, O), (N.3411: CO2NHCH3, 
4-F-Ph, S, O), (N-3412: CO2NHCH3. 4-Br-Ph, S, O), (N-3413: CO2NHCH3, 5- 
Cl-thiophene.2-yl, S, O), (N.3414: CO2NHCH3, 3.4-diF-Ph, S, 0), (N-3415: 
CO2NHCH3, 5-Br-thiophene-2-yl, S, 0), (N-3416: CO2NHCH3, 3,4-diBr-Ph, S, 

15 0). (N-3417: CO2NHCH3, 4-CF3-Ph. S, O), (N.3418: CO2NHCH3. 3-Cl-Ph, S, O), 
(N-3419: CO2NHCH3, 3-Br.Ph, S, 0), (N-3420: CO2NHCH3. 3-F-Ph. S, 0), (N- 
3421: C02N(CH3)2, 4-F-Ph, S, 0), (N-3422: C02N(CH3)2, 4.Br-Ph, S, 0), (N- 
3423: C02N(CH3)2, 5-Cl-thiophene-2-yl, S, O), (N-3424: C02N(CH3)2, 3,4-diF- 
Ph, S, O), (N-3425: C02N(CH3)2, 5-Br-thiophene-2-yl, S, 0), (N-3426: 

20 C02N(CH3)2, 3,4-diBr-Ph, S, 0), (N-3427: C02N(CH3)2, 4-CF3-Ph, S. 0), (N- 
3428: C02N(CH3)2, 3-Cl-Ph, S, 0), (N.3429: C02N(CH3)2, 3-Br-Ph, S, 0), (N- 
3430: C02N(CH3)2, 3-F-Ph, S, O), (N-3431: CO2H, 4-F-Ph, S, O), (N-3432: CO2H, 
4-Br-Ph, S, 0), (N-3433: CO2H, 5-Cl-thiopheiie-2.yl, S, O), (N.3434: CO2H, 
3,4-diF.Ph, S, 0), (N-3435: CO2H, 5-Br-thiophene-2-yl, S, 0), (N-3436: CO2H. 

25 3,4.diBr-Ph, S, 0), (N-3437: CO2H, 4-CF3.Ph. S, 0), (N-3438: CO2H, 3-Cl-Ph, S, 
0), (N-3439: CO2H, 3-Br-Ph, S, 0), (N.3440: CO2H, 3-F-Ph, S. 0), (N.3441: NH2, 
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4-F-Ph, S, 0), (N-3442: NH2, 4-Br-Ph, S, 0), (N-3443: NH2, 5-Cl-thiophene-2- 
yl, S, 0), (N-3444: NH2, 3,4-diF-Ph, S, 0), (N-3445: NH2. 5-Br-thiophene-2-yl, S, 
0), (N-3446: NHa, 3,4-diBr-Ph, S, 0), (N-3447: NH2. 4-CF3-Ph, S, O), (N-3448: 
NHa, 3-Cl-Ph. S. O), (N-3449: NH2, 3-Br.Ph, S, O), (N.3450: NH2, 3-F.Ph, S. 0). 
5 (N-3451: CH2C00Me, 4-F.Ph, S, 0), (N-3452: CH2C00Me, 4-Br.Ph, S. 0), (N- 
3453: CH2C00Me, 5-Cl-thiophene-2.yl, S, 0). (N.3454: CH2C00Me, 3,4-diF- 
Ph, S, 0), (N.3455: CH2C00Me, 5.Br-thiophene-2-yl, S, O), (N.3456: 
CH2C00Me, 3,4-diBr-Ph. S, 0), (N-3457: CHaCOOMe, 4.CFs-Ph, S, 0), (N- 
3458: CH2C00Me, 3-Cl-Ph, S, 0), (N-3459: CH2C00Me, 3-Br-Ph. S. O), (N- 

10 3460: CHaCOOMe, 3-F-Ph, S, O). (N-3461: CH2CH2COOMe. 4-F-Ph, S, O), (N- 
3462: CH2CH2COOMe, 4-Br-Ph. S. 0), (N-3463: CH2CH2COOMe, 5-Cl- 
thiophene-2-yl, S, O), (N-3464: CH2CH2COOMe, 3,4-diF-Ph, S, O), (N-3465: 
CH2CH2COOMe, 5-Br-thiophene-2-yl, S, O). (N-3466: CH2CH2COOMe, 3,4- 
diBr-Ph, S, 0), (N-3467: CH2CH2COOMe, 4-CF3-Ph, S, O). (N-3468: 

15 CH2CH2COOMe, 3-Cl.Ph, S, 0), (N-3469: CH2CH2COOMe, 3-Br.Ph, S, O). (N- 
3470: CH2CH2COOMe, 3-F-Ph, S, 0). (N-3471: CH2COONH2, 4-F-Ph, S, 0), 
(N-3472: CH2COONH2, 4-Br.Ph, S, 0), (N.3473: CH2COONH2, 5-01- 
thiophene-2-yl, S, 0). (N-3474: CH2COONH2, 3,4-diF-Ph, S, 0), (N-3475: 
CH2COONH8, 5-Br-thiophene-2-yl, S, 0). (N-3476: CH2COONH2. 3.4-diBr-Ph, 

20 S, 0), (N-3477: CH2COONH2, 4-CF3.Ph, S, O), (N.3478: CH2COONH2, 3-Cl-Ph, 
S, 0), (N-3479: CH2COONH2, 3-Br-Ph. S, 0), (N-3480: CH2COONH2, 3-F-Ph, S, 
0), (N-3481: CH2COONHCH3, 4-F-Ph, S. 0), (N-3482: CH2COONHCH3, 4-Br- 
Ph, S, 0), (N-3483: CH2COONHCH3, 5-Cl-thiophene-2-yl, S, 0), (N-3484: 
CH2COONHCH3, 3,4-diF-Ph, S, O), (N.3485: CH2COONHCH3, 5-Br- 

25 thiophene-2-yl, S, O), (N-3486: CH2COONHCH3, 3,4-diBr.Ph, S, 0), (N-3487: 
CH2COONHCH3, 4-CF3-Ph, S, 0), (N.3488: CH2COONHCH3. 3-Cl-Ph, S. O), 
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(N-3489: CH2COONHCH3, 3-Br-Ph, S, 0), (N.3490: CH2COONHCH3, 3-F-Ph, S, 
0), (N-3491: CH2CH2CI. 4-F-Ph, S, 0), (N.3492: CH2CH2CI, 4-Br-Ph, S, 0), 
(N-3493: CH2CH2CI, 5-Cl-thiopheiie-2-yl. S. 0), (N-3494: CH2CH2CI, 3,4-diF- 
Ph, S, 0), (N.3495: CH2CH2CI, 5.Br.thiophene.-2.yl. S, 0), (N-3496: CH2CH2CI, 
5 3,4-diBr-Ph, S, O), (N.347: CH2CH2CI, 4.CF3-Ph, S, O), (N-3498: CH2CH2CI, 
3-Cl.Ph. S, 0), (N-3499: CH2CH2CI, 3-Br-Ph, S, O), (N.3500: CH2CH2CI. 3-F- 
Ph. S. 0), (N-3501: CONH2, 4-F.Ph, 0, S). (N.3502: CONH2, 4.Br.Ph, 0. S). 
(N-3503: CONH2, 5-Cl-thiophene-2-yl, O. S), (N-3504: CONH2. 3.4-diF-Ph, O. 
S), (N-3505: CONH2, 5-Br-thiophene-2-yl, 0, S), (N-3506: CONH2, 3.4.diBr.Ph, 

10 0, S), (N-3507: CONH2. 4-CF3-Ph, 0, S), (N-3508: CONH2, 3-Cl-Ph, 0, S), (N- 
3509: CONH2. 3.Br-Ph, O. S), (N-3510: CONH2, 3-F.Ph, 0, S), (N.3511: 
CO2NHCH3, 4.F-Ph, 0, S), (N.3512: CO2NHCH3, 4-Br-Ph, 0, S), (N.3513: 
CO2NHCH3. 5-Cl-thiophene-2.yI, 0, S), (N.3514: CO2NHCH3, 3,4-diF-Ph, 0, S), 
(N-3515: CO2NHCH3, 5-Br-thiophene-2-yl, O, S), (N-3516: CO2NHCH3, 3,4- 

15 diBr-Ph, 0, S), (N-3517: CO2NHCH3. 4-CF3-Ph. O, S), (N.3518: CO2NHCH3. 
3-Cl-Ph, 0, S). (N-3519: CO2NHCHS, 3-Br-Ph, 0, S), (N.3520: CO2NHCH3. 3- 
F-Ph, 0, S), (N-3521: C02N(CH3)2. 4.F.Ph, O, S), (N.3522: C02N(CH3)2, 4-Br- 
Ph, 0, S), (N.3523: C02N(CH3)2, 5-Cl-thiophene-2-yl, 0, S), (N-3524: 
C02N(CH3)2. 3,4.diF-Ph, 0, S). (N.3525: C02N(CH3)2, 5-Br-thiophene.2-yl, 0. 

20 S), (N-3526: C02N(CH3)2, 3,4-diBr-Ph, 0, S), (N-3527: C02N(CH3)2, 4-CF3-Ph, 
0, S), (N.3528: C02N(CH3)2. 3.Cl.Ph, 0. S). (N.3529: C02N(CH3)2, S-Br-Ph, 0, 
S), (N-3530: C02N(CH3)2, 3-F-Ph, 0, S), (N-3531: CO2H, 4-F.Ph. O, S), (N-3532: 
CO2H, 4-Br.Ph, O. S), (N-353: CO2H, 5-Cl-thiophene-2.yl, 0, S), (N-3534: CO2H. 
3,4.diF-Ph. O, S), (N-3535: CO2H, 5-Br.thiophene.2-yl, 0, S), (N.3536: CO2H, 

25 3,4-diBr.Ph, 0, S), (N.3537: CO2H, 4-CF3-Ph, 0, S), (N-3538: CO2H, 3-Cl-Ph, O, 
S), (N.3539: CO2H, 3-Br-Ph, O, S). (N-3540: CO2H, 3.F-Ph, O, S), (N-3541: NH2, 
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4-F-Ph, 0, S), (N-3542: NH2, 4-Br-Ph, 0, S), (N-3543: NH2, 5-Cl-thiophene-2- 
yl, 0, S), (N-3544: NH2, 3,4-diF-Ph, 0, S), (N-3545: NH2, 5-Br-thiophene-2-yl, 
0, S), (N-3546: NH2, 3,4-diBr-Ph. 0. S), (N-3547: NH2, 4-CF3-Ph, 0, S), (N- 
3548: NH2, 3-Cl-Ph, O, S), (N.3549: NH2, 3-Br-Ph, 0, S), (N.3550: NH2, 3-F-Ph, 
5 0, S). N35-51: CH2C00Me, 4-F-Ph, 0, S), (N-3552: CH2C00Me, 4-Br-Ph, O, S), 
(N-3553: CH2C00Me, 5-Cl-thiophene-2-yl, 0, S), (N-3554: CH2C00Me. 3,4- 
diF-Ph, 0. S). (N-355: CHaCOOMe, 5-Br-thiophene-2.yl, 0, S), (N-3556: 
CHaCOOMe, 3,4-diBr-Ph, 0, S), (N-3557: CHaCOOMe, 4.CF3-Ph, 0, S). (N- 
3558: CHaCOOMe, 3-Cl-Ph, O, S), (N-3559: CHaCOOMe, 3-Br-Ph. O, S), (N- 

10 3560: CHaCOOMe, 3-F-Ph, 0, S), (N-3561: CH2CH2COOMe, 4-F-Ph, 0, S), (N- 
3562: CH2CH2COOMe, 4.Br-Ph, O, S). (N-3563: CH2CH2COOMe, 5-Cl- 
thiophene-2.yl, 0, S), (N-3564: CHaCHaCOOMe, 3,4-diF-Ph, O, S), (N-3565: 
CHaCHsCOOMe, 5-Br-thiophene-2-yl, 0, S), (N-3566: CH2CH2COOMe, 3,4- 
diBr-Ph, O, S), (N-3567: CH2CH2COOMe, 4-CF3-Ph, O, S), (N-3568: 

15 CHaCHaCOOMe, 3-Cl-Ph, 0, S), (N-3569: CHaCHaCOOMe, 3-Br-Ph. O, S), (N- 
3570: CHaCHaCOOMe. 3-F-Ph, O, S), (N-3571: CH2COONH2, 4-F-Ph. 0, S), 
(N-3572: CH2COONH2, 4-Br-Ph, O, S), (N-3573: CH2COONH2, 5-Cl- 
thiophene-2-yl, 0, S), (N-8574: CH2COONH2, 3,4-diF-Ph, 0, S), (N-3575: 
CH2COONH2, 5-Br-thiophene-2-yl, 0, S). (N-3576: CH2COONH2, 3,4-diBr-Ph, 

20 0, S), (N-3577: CH2COONH2, 4.CF3-Ph, O, S), (N-3578: CH2COONH2, 3-Cl-Ph, 
O, S), (N-3579: CH2COONH2, 3-Br-Ph, O. S), (N-3580: CH2COONH2, 3-F-Ph, O, 
S), (N-3581: CH2COONHCH3, 4-F-Ph, 0, S), (N-3582: CH2COONHCH3, 4-Br- 
Ph, 0, S), (N-3583: CH2COONHCH3, 5-Cl-t.hiophene-2-yl, 0, S), (N-3584: 
CH2COONHCH3, 3.4-diF-Ph, 0, S), (N-3585: CH2COONHCH3, 5-Br- 

25 thiophenG-2-yl, 0, S), (N-3586: CH2COONHCH3, 3,4-diBr-Ph, 0, S), (N-3587: 
CH2COONHCH3, 4-CF3-Ph, 0, S), (N.3588: CH2COONHCH3, 3-Cl-Ph, 0, S), 
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(N-3589: CH2COONHCH3, 3-Br-Ph, 0. S), (N-8590: CH2COONHCH3, 3-F-Ph. 0, 
S). (N-3591: CH2CH2CI, 4-F.Ph, 0, S), (N-3592: CH2CH2CI, 4-Br-Ph, 0, S). 
(N.3593: CH2CH2CI, 5-Cl-thiophene-2-yl, 0, S), (N-3594: CH2CH2CI, 3.4-diF- 
Ph. 0, S). (N-3595: CH2CH2CI, 5-Br-thiophene-2-yl, O, S), (N-356: CH2CH2CI. 
5 3.4-diBr-Ph, 0, S), (N-3597: CH2CH2CI, 4-CF3-Ph, O, S), (N-3598: CH2CH2CI. 
3-Cl-Ph, 0, S), (N-3599: CH2CH2CI, 3-Br-Ph, 0, S), (N-3600: CH2CH2CI, 3-F- 
Ph. 0, S), (N-3601: CONH2, 4-F-Ph. 0, 0). (N-3602: CONH3, 4.Br.Ph, 0, 0), 
(N.3603: CONH2. 5-Cl-thiophene-2-yl, O, 0), (N-3604: CONH2, 3,4-diF-Ph, O, 
0), (N-3605: CONH2, 5-Br-thiophene-2-yl, 0, 0), (N-3606: CONH2, 3,4-diBr-Ph, 

10 0, 0), (N-3607: CONH2, 4-CF3-Ph, 0. 0). (N-3608: CONH2. 3-Cl-Ph, 0, O), 
(N-3609: CONH2, 3-Br-Ph, 0, O). (N-3610: CONH2, 3-F-Ph, O, 0), (N-3611: 
CO2NHCH3, 4-F-Ph, O, 0), (N-3612: CO2NHCH3, 4-Br.Ph, 0. 0), (N-3613: 
CO2NHCH3, 5-Cl-thiophene-2.yl. O. O), (N.3614: CO2NHCH3. 3.4.diF-Ph, O. O), 
(N-3615: CO2NHCH3, 5.Br-thiophene-2-yl, 0, O). (N-3616: CO2NHCH3, 3,4- 

15 diBr-Ph. 0, O), (N-3617: CO2NHCH3. 4-CF3-Ph, O. O), (N-3618: CO2NHCH3. 
3-Cl-Ph, 0, 0), (N-3619: CO2NHCH3, S-Br-Ph. 0, 0), (N-3620: CO2NHCH3, 3- 
F-Ph, 0, 0), (N-3621: C02N(CH3)2, 4-F-Ph, O. 0). (N-3622: C02N(CH3)2. 4-Br- 
Ph, 0, 0), (N-3623: C02N(CH3)2. 5-Cl-thiophene-2-yl, 0. 0), (N.3624: 
C02N(CH3)2. 3,4-diF-Ph, O. 0), (N-3625: C02N(CH3)2, 5-Br.thiophene-2.yl, 0, 

20 O), (N-3626: C02N(CH3)2. 3.4-diBr-Ph. O. 0), (N.3627: C02N(CH3)2, 4-CF3-Ph, 
O, 0), (N-3628: C02N(CH3)2, 3-Cl-Ph, O, 0), (N-3629: C02N(CH3)2, 3-Br.Ph, 0, 
0), (N.3630: C02N(CH3)2, 3-F-Ph, 0, 0), (N.3631: CO2H, 4-F-Ph, 0, 0), (N- 
3632: CO2H, 4-Br.Ph, O, O), .(N-3633: CO2H, 5-Cl-thiophene-2-yl, 0, 0), (N- 
3634: CO2H, 3,4-diF-Ph, O, 0), (N-3635: CO2H, 5-Br-thiophene-2-yl, 0. 0). 

25 (N-3636: CO2H, 3,4-diBr-Ph, 0, O), (N-3637: CO2H, 4-CF3-Ph, O, O), (N-3638: 
CO2H, 3-Cl-Ph, 0, 0), (N-3639: CO2H, 3-Br-Ph. O, 0), (N-3640: CO2H. 3-F-Ph, 
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0, O), (N-3641: NH2, 4-F-Ph, O. 0), (N-3642: NH2, 4.Br.Ph, 0, 0), (N-3643: NH2, 
5-Cl-thiophene-2-yl. 0, 0). (N-8644: NH2, 3,4-diF.Ph. 0. 0). (N-3645: NH2, 5- 
Br-thiophene-2-yl, 0, O), (N-3646: NH2. 3,4.diBr-Ph. 0, O). (N-3647: NH2, 4- 
CF3-Ph, 0, 0), (N-3648: NH2. 3-Cl-Ph, 0. 0), (N-3649: NH2. S-Br-Ph, 0, 0), 
5 (N-3650: NH2, 3-F-Ph, O, 0), (N-3651: CH2C00Me, 4-F-Ph, O, 0), (N-3652: 
CH2C00Me, 4-Br-Ph, 0, 0), (N-3653: CH2C00Me, 5-Cl-thiophene-2-yl, 0, O), 
(N-3654: CH2C00Me, 3.4-diF-Ph, 0, 0), (N.3655: CH2C00Me, 5-Br- 
thiophene-2-yl, 0, 0). (N.3656: CH2C00Me, 3,4-diBr.Ph, 0, 0), (N.3657: 
CH2C00Me, 4-CF3-Ph, O, 0). (N-3658: CH2C00Me, 3-Cl-Ph, O. 0), (N-3659: 

10 CH2C00Me. 3-Br-Ph. 0, 0). (N-3660: CH2C00Me. 3-F-Ph, O, 0), (N-3661: 
CH2CH2COOMe, 4.F-Ph, O. O), (N-3662: CH2CH2COOMe, 4.Br.Ph. O, O), (N- 
3663: CH2CH2COOMe. 5-Cl-thiophene-2.yl, 0, 0), (N-3664: CH2CH2COOMe, 
3,4-diF-Ph, 0, 0), (N-3665: CH2CH2COOMe, 5-Br.thiophene-2-yl, 0, O), (N- 
3666: CH2CH2COOMe, 3.4.diBr-Ph, 0, 0), (N.3667: CH2CH2COOMe, 4-CF3-Ph, 

15 O, 0), (N-3668: CH2CH2COOMe, 3-Cl-Ph. 0, 0), (N-8669: CH2CH2COOMe, 3- 
Br-Ph, O, 0), (N-3670: CH2CH2COOMe, 3-F-Ph, 0, 0), (N-3671: CH2COONH2, 

4- F-Ph, 0, 0). (N-3672: CH2COONH2, 4-Br-Ph, O, 0), (N-3673: CH2COONH2, 

5- Cl-thiophene-2-yl, O, O), (N-3674: CH2COONH2, 3.4-diF-Ph, 0, 0), (N-3675: 
CH2COONH2, 5-Br.thiophene-2.yl, O, 0), (N-3676: CH2COONH2. 3,4-diBr-Ph, 

20 O, 0), (N.3677: CH2COONH2, 4-CF3-Ph, 0, 0), (N.3678: CH2COONH2, 3-Cl-Ph, 
0, 0), (N-3679: CH2COONH2, 3-Br-Ph, 0, O), (N-3680: CH2COONH2, 3-F-Ph, 0, 
O), (N-3681: CH2COONHCH3. 4-F-Ph, 0, 0), (N-3682: CH2COONHCH3, 4-Br- 
Ph, O, 0), (N.3688: CH2COONHCH3, 5-Cl.thiophene-2-yl, 0, 0), (N-3684: 
CH2COONHCH3, 3,4-diF-Ph, O, O), (N.3685: CH3COONHCH3, 5-Br- 

25 thiophene-2.yl, 0, 0), (N-3686: CH2COONHCH3, 3,4-diBr-Ph, 0, 0), (N-3687: 
CH2COONHCH3, 4-CF3-Ph. 0, 0), (N-3688: CH2COONHCH3, 3-Cl-Ph, 0, O), 
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(N-3689: CH2COONHCH3, 3-Br-Ph, 0, 0), (N-3690: CH2COONHCH3, S-F-Ph. 0. 
0). (N-3691: CH2CH2CI. 4-F-Ph, 0, O), (N-3692: CH2CH2CI, 4-Br-Ph, 0, 0). 
(N-3693: CH2CH2CI, 5-Cl-thiophene-2.yl, 0. O). (N-3694: CH2CH2CI. 3,4-diF- 
Ph, 0, O). (N.3695: CH2CH2CI. 5-Br.thiophene-2-yl, O. 0), (N-3696: CH2CH2CI, 
5 3,4-diBr-Ph. 0, 0), (N-3697: CH2CH2CI, 4.CF3-Ph, 0, 0). (N-3698: CH2CH2CI. 
3-Cl-Ph, 0, O), (N-3699: CH2CH2CI, 3-Br.Ph, 0, 0), (N-3700: CH2CH2CI, 3-F- 
Ph. 0, O), (N.37OI: 4.NH2-Ph, H. S, S), (N.3702: 4-N(Ac)H.Ph, H, S, S), (N- 
3703: 4-OH.Ph, H, S, S), (N-3704: 3.4.di(OH)2-Ph, H, S, S). (N-3705: 3,4- 
di(NH2)-Ph, H, S, S), (N-3706: 3:4-[N(Ac)H]2-Ph, H, S, S), (N-3707: 4-SH-Ph. H. 

10 S. S), (N-3708: 4-SMe-Ph, H, S, S), (N-3709: 3,4-diBr.Ph, H, S. S), (N-3710: 4- 
N(Me)H-Ph, H, S. S). (N.3711: 4-N(Me)2-Ph. H, S. S), (N-3712: 4-N(Me)3*-Ph. H, 
S, S), (N-3713: 4-Et-Ph, H, S. S), (N.3714: 4-iPr-Ph. H, S. S), (N-3715: 4.nPr- 
Ph, H. S, S), (N-3716: 4-nBu.Ph, H, S, S), (N-3717: 4.iBu-Ph, H, S. S), (N-3718: 
3,4-diMe-Ph, H. S. S), (N.3719: 1.3-Benzodioxole.6-yl, H, S, S), (N.3720: N- 

15 Me-pyridinium-4-yl, H, S, S), (N-3721: N-Me-pyridmium-3-yl. H. S, S), (N- 
3722: 5.Me.Pyridine-2.yl, H, S, S), (N-3723: 2.Pyrazinyl, H, S, S). (N.3724: 3- 
Pyrrolyl, H, S, S), (N-3725: l-Me-pyrrole-3-yl, H, S, S). (N-3726: Pyridine N- 
oxide-4-yl, H, S, S), (N-3727: Pyridine N-oxide-3-yl, H, S, S), (N-3728: 6-OH. 
pyridine.3-yl, H. S. S), (N-3729: 6-SH-pyridine-3-yl, H. S, S), (N.3730: 1-Ac- 

20 pyrrole-3-yl, H. S. S). (N-3731: 4-CF3-Ph, H, S, S), (N-3732: 4.CN-Ph, H. S, S), 
(N-3733: 4-CHO-Ph, H, S, S). (N-3734: 3-Cl-Ph, H, S. S), (N.3735: S-Br-Ph, H, 
S, S). (N-3736: 3-F-Ph, H. S, S), (N-3737: S-I-Ph, H, S, S), (N-3738: 4.I.Ph, H, S, 
S), (N.3739: 4.0CF3-Ph, H, S, S). (N.3740: 3,4.diI-Ph, H, S, S), (N-3741: 
Indole-6-yl, H. S, S). (N-3742: l-Ac-indole-6-yl. H, S, S), (N-3743: 1-Me- 

25 indole-6-yl, H, S. S), (N-3744: 4-(l-Imidazolyl)-Ph, H. S, S), (N-3745: 4- 
Morphorino-Ph, H. S, S). (N-3746: 4-(l-Piperazinyl)-Ph, H, S, S), (N-3747: 
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2:5-diMe-thiophene-3-yl, H, S, S). (N-3748: 2-Furyl. H, S, S), (N.3749: 5-Me- 
furan.2-yl, H, S, S), (N-3750: 5-Me.furan-2-yl, H, S, S), (N-3751: 2-Thiazolyl, H, 
S, S), (N-3752: l:4-Benzodioxm.6.yl, H, S, S), (N.3753: Benzo(b]furan-2-yl, H, 
S, S). (N-3754: 4.NH2CH2-Ph. H, S. S). (N-3755: 4-N(Me)HCH2-Ph. H, S, S), 
5 (N-3756: 4-N(Me)2CH2-Ph, H, S, S), (N-3757: 6-Cl-pyridine-3-yl. H, S. S), (N- 
3758: 5,6-diCl-pyridine-3-yl, H, S, S), (N-3759: 5-Cl-pyridine-2-yl, H, S, S). 
(N.3760: 4:5-diCl-pyridme-2-yl, H, S, S). (N-3761: 4-ClCH2-Bn, H, S, S), (N- 
3762: Bn, H, S, S). (N.3768: 4.C1-Bii, H, S, S). (N.3764: 4-Br.Bn, H, S. S). (N- 
3765: 4-F.Bn, H, S, S). (N-3766: 3,4-diCl-Bn, H, S, S), (N-3767: 3,4-diBr-Bn, H, 

10 S, S), (N.3768: 3,4-diF-Bn, H, S, S), (N-3769: 4-Cl-Bz, H. S, S), (N-3770: 3,4- 
diCl-Bz, H, S. S), (N-3771: 4-Br-Bz, H, S, S), (N-3772: 3,4-diBr-Bz, H. S, S). 
(N-3773: 4-F-Bz, H, S, S). (N.3774: 3,4-diF-Bz, H, S, S), (N-3775: 4-NH2-Ph. H, 
S, 0), (N-3776: 4-N(Ac)H-Ph, H, S, O), (N.3777: 4-OH-Ph, H, S. O), (N.3778: 
3.4-di(OH)2-Ph, H, S, O), (N-3779: 3,4-di(NH2)-Ph, H, S, O), (N.3780: 3:4- 

15 [N(Ac)H]2-Ph, H, S, O). (N-3781: 4.SH-Ph, H, S. 0), (N-3782: 4-SMe-Ph, H, S, 
0), (N.378a: 3,4-diBr-Ph, H, S, O), (N-3784: 4-N(Me)H-Ph, H, S. 0), (N-3785: 
4.N(Me)2.Ph, H, S, 0), (N-3786: 4.N(Me)s*-Ph. H. S, 0). (N.3787: 4-Et-Ph. H, S, 
0). (N-3788: 4-iPr-Ph, H, S, 0), (N.3789: 4-nPr-Ph, H, S, O), (N-3790: 4.nBu- 
Ph, H, S, O), (N-3791: 4-iBu-Ph, H, S, 0), (N-3792: 3,4.diMe-Ph, H, S, O), (N- 

20 3793: l,3-Benzodioxole-5-yl, H, S, 0), (N-3794: N-Me.pyridinium-4-yl, H, S, O), 
(N-3795: N-Me-pyridinium-3-yl, H, S, O). (N-3796: 5-Me-Pyridine-2-yl, H, S, 
O). (N-3797: 2-Pyrazinyl, H, S, 0). (N-3798: 3-Pyrrolyl, H, S, 0), (N-3799: 1- 
Me-pyrrole-3-yl, H, S, 0), (N-3800: Pyridine N-oxide-4-yl, H. S, 0). (N-3801: 
Pyridine N-oxide-S-yl, H, S, O), (N-3802: 6-OH-pyridine-3-yl, H. S. O), (N- 

25 3803: e-SH-pyridine-S-yl. H, S, 0), (N-3804: l-Ac-pyrrole-S-yl, H, S. 0). (N- 
3805: 4-CF3-Ph, H, S, O), (N-3806: 4.CN.Ph, H. S, 0). (N-3807: 4-CHO-Ph, H, S, 
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0). (N.3808: 3-Cl-Ph, H, S, 0). (N-3809: B-Br-Ph, H, S, 0), (N-3810: 3-F-Ph, H, 
S. 0), (N.3811: 3-I-Ph, H. S, 0). (N-3812: 4-I-Ph, H. S, O), (N.3813: 4-0CF3-Ph, 
H, S, 0). (N.3814: 3.4.diI-Ph, H, S. 0). (N.3815: Indole-B-yl, H. S, O), (N.3816: 

1- Ac-iodole-6-yl, H. S. 0), (N-3817: l-Me-mdole-6-yl, H, S, O), (N-3818: 4.(1- 
5 ImidazolyD-Ph, H, S, 0), (N-3819: 4-Morphorino-Ph. H, S, O), (N-3820: 4-(l- 

Piperazinyl)-Ph, H. S. 0), (N-3821: 2:5-diMe-thiophene-3-yl, H, S, 0), (N-3822: 

2- Furyl. H, S, O), (N-3823: 5-Me-furan.2-yl, H, S, O), (N-3824: 5-Me-furan-2- 
yl. H, S, 0), (N.3825: 2-Thiazolyl, H, S, 0), (N-3826: l:4-Benzodioxin.6-yl. H, S, 
0), (N-3827: Benzo[b]furan-2-yl, H, S, 0), (N-3828: 4-NH2CH2-Ph, H, S, 0), 

10 (N-3829: 4-N(Me)HCH2-Ph, H. S. 0), (N-3830: 4.N(Me)2CH2-Ph, H, S, 0), (N- 
3831: 6-Cl-pyridine-3-yl, H. S, O), (N-3832: 5,6-diCl-pyridine-3-yl, H, S, 0), 
(N-3833: 5-Cl-pyridine-2-yl, H, S. O), (N-3834: 4:5-diCl-pyridine-2-yl. H. S. O). 
(N-3835: 4-ClCH2-Bn. H, S, O), (N-3836: Bn, H, S. 0), (N.3837: 4-Cl-Bn, H, S, 
0), (N.3838: 4-Br-Bn, H, S, 0). (N-3839: 4-F.Bn. H, S, O), (N-3840: 3,4-diCl-Bn, 

15 H, S, O), (N-3841: 3.4-diBr.Bii, H, S. 0), (N.3842: 3,4-diF.Bn. H. S, O), (N-3843: 
4-C1-B2, H. S, 0), (N-3844: 3,4.diCl-Bz, H, S, 0), (N.3845: 4.Br-Bz, H, S, 0), 
(N-3846: 3,4-diBr-Bz, H, S, O), (N.3847: 4.F.Bz, H, S, O). (N.3848: 3,4-diF.Bz, 
H, S. 0), (N-3849: 4-N02-Bn, H, S, 0). (N.3850: 4-CN.Bn, H, S, O) 

20 umm 

u^mi ti>Tti-!r^3i^> (tpo) <DmmtmM 

t h TP0(hTP0)*5<tl>*-^ 5';^ TPO(mTPO)«, R&D Systems <t "9 ^ A t ito 

nmm2 -fb-g-ifeCA-l), (B.17), i3il>'(C-l){J:i 5 invitro E^^a D;:i-liJP 
25 f^ffl 
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MiNBSa 2.2xlOBfiai^ 3cm -y-Y- HcSffiL> 10%^ / -/Kr^^ L/cfk-^ife^ 
l%t^ADb-C 371C, 5%C02#«T-C7 BMJ^^L. g^S^^ n :::-»«ray^ Lfc. 

5 

ISi^«!!|3 'fb-&i^(B-17)(^TP0^^«^^r>^'t4 

^-fk-g-ISbO TPOS^ft^Jt^ig^ttiSr, =» y J. Cell. Physiol.. 137: 293-298 

(1988) l^:|B«^$i^-CV^S pert h TPO S:^*|s5ie^Sr BaF.B03 ^ffllSf- 
^AUXf^Afctfc, TPOtfe^^4)NBlia*tBaF/hTPORSrffiV>-Cffly7&tfco 

10 jKa^f-^S^-t^^^ K-t"Sa^5^WiSSga?iJ{i> t'=?i/ b CO Proc. Natl. Acad. 
Sci. 89:5640-5644 (1992)(C|ei|c $ ixT V^ 5. /j:i3^»-efc5 BaF-B03 ^BStJUi 
TPO«JE£:¥U*V^o IL-3m±mf!&<D^mm (0iJx.Hr WEHI-3) $:8S*PUfcRPMI 
JgifetCTttm^-frfc BaF/hTPOR)NeJia^ RPMI 1 ^> IL-3 S^^flSroiS 

^fKilri^AP U-CV>/iV^ RPMI ^iftfc:®® 96 ^C-^-l'i^aT'u-hteilfflflaS: 

15 5x10* <a/^>3./HJ:/j:5 J; 5 (-SatT, ^^b-^i^feS hTPO ^mMLit. 
5%C02#ffiT-C 37"^. 20 Nf^itSI Lfc^tc:. iffljatim^US^^Tfe 5 WST-1 
1*^ (SSi^ttii) S:«^*Pt, 4I^Pfl^(r 450nmO!KiR*ffl!l;£Lfco ^(D^mi: 

20 1f^<>:^ TPO SSfls^^m-rS BaF/mTPOR )Wfla©Jc£;#ttS:ia'<:/i:^*S:El 4 
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EDso (^M) 




ED5o(nM) 




ED5o(nM) 


A-1 


0.012 


A-32 


0.077 


A-73 


0.070 


A-2 


0.058 


A.37 


0.027 


B-1 


0.071 


A.3 


0.017 


A-38 


0.047 


B-2 


0.011 


A-4 


0.036 


A-42 


0,072 


B.3 


0.047 


A-5 


0.022 


A-43 


0.073 


3-4 


0.037 


A-6 


0,045 


A.49 


0.035 


B-5 


0.047 


A-7 


0.060 


A.50 


0.026 


B-6 


0.072 


A-11 


0.031 


A-53 


0.023 


B-14 


0.023 


A- 12 


0.011 


A-56 


0.096 


B-15 


0.077 


A- 13 


0.021 


A-59 


0.084 


B-16 


0,020 


A- 14 


0.015 


A-61 


0.069 


B-17 


0.030 


A-15 


0.026 


A-63 


0.016 


B-18 


0.016 


A-16 


0.049 


A-64 


0.047 


B-21 


0.084 


A.20 


0.029 


A-67 


0.050 


C-1 


0.068 


A.21 


0.041 


A-70 


0.020 


E-2 


0.062 


A.25 


0.099 


A-71 


0.080 


H-5 


0.047 


A-26 


0.072 


A-72 


0.035 







142 



wo 01/07423 



PCT/JPOO/04909 



TfOmMi^X^. Jak2, She. Mpl ^lif (Di^ ^i- ^i^^M^^^t^ V ^mt^ ti?> 
^Ltt^Y'y yf'^>h<r> Z. Biol. Chem, 270:4979-4982 (1995)lCl2|g $ tlT 
*'fli-&iKiWS5:{-± 9■e;t^^^Si^ffll!&l^V^•:^y^-^5 TPO J; S t> <^ 1 1^ C^JSt? 

5 fc6/i>S;6^^^tfti' ■5fci^>t-> ->^-^yu^5;t5^^o^cr i/v y i^M^b^r K7 >yf• 
•r>'t503;^fe{^:^iC■Ci3-<:t. BaF/hTPOR iNBJia^ WHEHI-3 ^*M?Sr^:GP LT 
v^/j:v> RPMI^itfilc ixi07ffl/ml 37t;4 B^fflJ^^I bfco SBHatc: 

ftl^iaS 25ng/nil © TPO t U < « 200 nM ©•fk-a-ifel(B.17)Sr^*P UT 37t;i0 5}' 
P^fm t^^JC. iNBSS^r PBST'-Bgtif 1% h ^ h ^ XlOO -C-EI^-fk L;/to 

10 ,C^^<D±}S*«■av'^:^/H5^^? i^/^'i' {Jl^ti-Sfetff-C'^fegttl^ L. SDS^y T 

2 5 i 
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(B-17) 


IrKJ 


Jakl 




- 


- 


Jak2 




+ 


+ 


Jak3 






- 


Tyk2 




+ 


+ 


STATl 








STAT3 




+ 




STATB 




+ 


+ 


STAT6 




- 


- 


Mpl 




+ 


+ 


She 








Cbl 






+ 


Vav 




+ 


+ 


Ship 








SHPTP2 




+ 


+ 


PI3K 








PLCvl 




+ 


+ ■ 


MAPK 




+ 


+ 


SAPK 






+ 


P38MAPK 




+ 


+ 
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iNBIi&Srtim$-&fco EI 3 (c^ L^ii 5 :^^t'^mit. TPO ^^ 
/j:vv i^t*-e$)S BaFijffliiaiJ:«jc£;« L/jj;6»o^. El 4 1::^ J; 5 li> ^^-fk-g-*^ 
^ TPO S^i*4rlS^$-&fc BaF/mTPOR iNaiiai::ttl£:^ L^iii^oito &. 
±(Of^mi: 9 s *'fb'g-'fe«i t h TPO S^#:tJ:1#S6<Jtcf^ffl TPO T^^t. Y 
10 LTftffi U-CV^S r i /isp^ ''j^o^o 

Jak2, Tyk2, STAT3. STATS, She. Vav, SHPTP2, MpU PLC y U 
CbK MAPK, SAPK, p38MAPK-C, TPO fij » J: 5 O i: ISJ - fo o , &.± 

(D'^^X 9 , J^^k-^!^© TPO T =rri;^ TPO t mCiy^i-j\^^Bmir?) 

mmm i 

W T © fi£ ^ ^ * r ^ li ^ M it f * o 
20 ^ ii) nmt>^n^it,-^m lomg 

HH 700 mg 

n->;^^-'?- 274 mg 

HPC-L 16 mg 

1000 mg 

25 ( I ) ■e|gfc$ti5^b'&tli:?lll& 6 0^ y '>a©^SV^Hii■ro 

1 2 0 / VNKliif o C * V ^Ji-^M tC T jg^-f -5 o S 
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mm (ff tffiuiiie jimo. 5~imm) L.fc®*.> ^mt^o n^ntz 
se^jstfc^ffii&^-svN (1 2 / 6 0 p< y i/a) -cmM LmnM^nho 



fiE^ S ( I ) T-^fc^n^-fb^t) lOmg 

79 mg 

a — >7.^ — 'f- lOmg 
10 ;^x7''J>^V^^^'>A 1 mg 



100 mg 

V SS^i^tCTrg-^f -So 1 OiSWLl 0 0 rag^ 5-^®-tf 7^>*7*-fe;i/K:5B« 
15 -r So 



^ ( I ) ■r-at»$n?)-(b^tr ismg 

20 %m 90 mg 
3 — >;^4'— ^ 42 mg 
HPC-L 3 mg 



150 mg 

25 ^-■5^4120;>fy^'i©-X.-5tNlc:5i-ro c:ne>?£:^g^Ux ji^*fc:H P C - L 

^ms^ADbtiit^s iste. $g*si--5o m^tirc^mmn^mn'^. ^©150 
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5 ^ ii) ■smt>$ti^<t'^m lomg 

jai^S-b^l/D-;^ 30 mg 

CMC-Na 15 mg 

■^T^r 'J >SV ^"i^ A 5 mg 

10 150 mg 



5S (I) ■e«to$n*^b^tr> mm^-^^^o-^. cMc-Na 

JK=&ifi^TL^ 1 5 0 mg0^?PJS:ff ^0 

15 
20 
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1. -m^ (I) : 

YMi-NR^CO- (CH2) o-2-> -NR^CO- (CH2) 0-2-W-, - 
NRACO- CH = -W- (GHz) i-j-NR'^CO- (CHj) 0-2 

10 -> -W- (CH2) 1-6-CONRA- (CH2) 0-2-s -CONRA- (CH 
2) o-2-> - (CH2) 0-6-NRA-SO2- (CH2) 0-S-. - (CH2) 0 
_5-S02-NRA- (CH2) o-6-^ -NR*- (CH2) 0-2-s -NRA- 
CO-NR*-. -NRA- C S -NRA-, -N=C (-SR^) -NR*-. - 
NR'^CSNRACO-> -N=C (-SR*) -NR-^CO-, -NR*- (CH 

15 2) i_2-NR'^- C 0-> -NR*CONR*NR''CO-. Sfctt-N = C (- 

NR^R'^) -NRAco- (Sift's R*J4-eti-?n$fcstu-r*mj©^s mm^ti 
*, jiVN'ST^D r --'vt;!/^;!', R''ttzlcSlJi^*fcttgg|^n■rv^■r ^ 
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M ( ) nM-^ro^^fi^^w'F^ffiSr^tj-r] -e^^tts-fk-e^^. toy 



(S^tx E«- (CHj) i-3-x -O-CH2-, *fcf4-S-CH2-;R« 
3. Xi**SC : 



10 fi)c<^„ 



2. Xi*se^$tl-CV^Xt>J:V^5M^f'oTy-yV'*fc{i^ : 
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(it'f. E«- (CHj) ,_3-x -O-CH2-. tfc»-S-CHa-;R« 

4. Yi*s-NHCO-x -CONH-. -NHCHz-, ^fcfi-NHSOz- 
6. Ai^AJ^C : 




15 *yi:«-CH2- (^^-s R<=«*^j!l^*fc}i®iKT/l"3^/V) jTJiS^^il 
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1 2. -JRS (II): 

x^-v^-z''-^ (n) 




(^C^, E«- (CHj) 1-S-. -O-CHj-, •iytrt- S-CHa- ; R" 

Y^tt-NR^CO- (CHz) 0-2-x -NR»CO- (CHg) 0-2-W-, - 
NR°CO- CH = CH-^ -W- (CHz) i_6-NR°C0- (CH2) 0-2 

15 -W- (CH2) ,-5-C0NR°- (CH2) o-2-^ -CONR°- (CH 

2) 0-2-^ - (CH2) o-5-NR«-S02- (CH2) o-s-^ - (CH2) 0 
_6-S02-NR<»- (CH2) o-6-> -NR«- (CHj) 0-2"^ -NR°- 
CO-NR«-. -NR«- C S -NR°-, -N=C (-SR°) -NR"-. - 
NR°CSNR°CO-^ -N = C (-SR°) -NR°CO-> -NR^- (CH 

20 2) ,-2-NR°-C0-^ -NR°CONR°NR''CO-. $fctt-N=C (- 

NR'^R") -NR°co- (sjif. R°{4-en-enshS:u-rzK^M^ * 

151 



wo 01/07423 



PCT/JPOO/04909 



-CH2-:mHl, 2. *;tJ4 3) "C^J^ $ 5 18 ; 

( ) }tf^^(D^:{i.i^ft]t^^^^mt>-t : 

1 3. x**ss : 



(iCtf^ E»- (CHa) x-s-> -0-CH2-, %1t\t- S - QVi ^ - R^ 
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14. X2*s^ : 





,10 



.11 




RNiTK^H^. g^$tt-cv^-c>b ii/^iS^ST/V'^yu, tijy^^^^'y. VS.mrj\^^ 

10 ^i^o 

15. Y2;!)S-NHC0-x - CONH-. -NHCH2-^ Sfctt-NHSOz 

16. Z"**!, 4-7i-U>tfe-5^*3Sl 2~1 5<Z)V^■rJ^^='(-l2«^ro'^t 

1 7 . A^mifi^ : 



O 





T 
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R«tt7K^J?.i=-*3t«®i0lTyWdE-/l' ; MI4-S-. -0-, -N (R°) 
1 8. fiS^;i^M'S-(^^?SSr:T^i"»5}^1 1 2~1 7 cov^-f HdMrfB^cD^k-g-^ix 




(ffl-A) 



10 [^tp. R«tt7k«0^, BJft$i^-CV^-Ct J:VNffiSi7/WdE./U, ;^7/^J^:dpV. ■(& 
15 Vji-NHCO-^fcli-CONH- ; 



2 0. -JKiC ( I I I -B) : 
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p10 

(^^. R\ R»°, R ' Y». ii^x/A^mtm^m 1 9 tmrnm) 

2 1 . 1 2 ~ 2 0 cDi>1'nA^lcgBiicD'(b^«jS:*iafi£^i: fC^^f 

2 2 . if5l?« 12-20 ^Dl^■f ix;b»lrl3m«Dib^tl*Wafi6»fc bt^^-rs h 

2 3. 2- 2 0 6Dv^■rnA»{clB«^®^b^tl**^aJ^^^: LT^^-rsjiii 

2 4 . 12-2 0 <DC^-rii*»l;IB«®^b^te*W«!lfi£^i: Ut^^l-^jfi 

2 5. jfn.«f^,iiSrf&a?i-5yt*<Z)EliSrSiig-rsfc«)rolil3}iJS i 2-2 o©v^-r 
i^ E « <o -g-it^j <D ^ ffl . 

2 6. t»5ft3gi 2-2 0 <7)V>-f *i/d»lclB«(^'fb'&1i!i©ffeS!?±?E!l*S:7n'rS*A«: 




(m-B) 
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Concerning the inventions of claims 1 to 10 and 12 to 25, the chemical 
structure common to the compounds of the general formula (I) contained as 
the active ingredient is a moiety composed of ring A^, substituent methylene 
on the ring, and substituent on the methylene. 

As described above , ring A^ is a determinant important to the common moiety . 
However, the description does not contain any specific disclosure on compounds 
wherein ring A^ is 5-isothiazolyl, and it is non-obvious to a person skilled 
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properties. Thus, the inventions are remarkably unclear in this respect, 
so that such compounds are not considered as being subject matters of this 
International Search. 
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c. fflii-r^ 












X 


EP, 389699. Al (PFIZER INC. ) , 


1-8. 10, 




3. 1 0>^. 1 9 9 0 (0 3. 1 0. 9 0), 


12-23, 25 




#fFfS5j^O|5ll, mMm, & wo, 89/08652, A, & AU, 8931077, A, 




A 


& DK, 8901087, A, & PT, 89922, A, & JP, 1-299289, A, 
& ZA, 9004413, A, & FI, 9004413, A, & NO, 9003863, A, 
& IL, 89481, A, & US. 5330998, A 


9,2 4 
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ffl88l8S«r^TL-fcB 
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sissi«a^«i8i§B ^ 7^ 1 0.00 


m'^m^msnn^wRx/hx^ 

B:i^m!I^WFT ( I SA/ J P) 
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m:^IP=f ftffl ES/iSBaHT S 4# 3 ^ 
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